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N = CH-. f-hyV-A-i^fi^ \£U*Jv*MAr % 
WJisyitJiU. 4fcli*IS£ (nliU«s2. R 
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-7^/k feiOfn— ^yf-;l^iJg L^. 
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*KfWi«. ^C, 7xX/l, l-77^*WtL 

(cfTiS rr'J-rt-j ^fi^Lftiwt*. ^ix^ti 

mmm^-kx^umxM-^i^^, mm, 

;k 7x*f'k 7x-A-TOt:>Mf?IJ/Jf, 3-7x 
-A-7oh';w) . {mti£. 1-77-f- 
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c 1 mi:s±&ti 5-6 mmmmx'h o . *oftaai t 
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oOfr (MrJf. l-tro'J;l ) s 4 > H A- ( ffi I 
i£. 3— i>YV)V) . */W\'"/'J/K^Jx{f. 3-^7 

;k . fc?7>/'j/u ((tij^k - . i-f7 x /U;i) . ov" 

-rt- ( if. 6-4 vF'J ) , t'D v : rt- ( Mi 
tf. 3 -try s^io . ^-yy;K(5!i(i\ 5-^-yy 
a) , 4 v^y yvK<5iR(i\ 3-^y^yy/p) . 7 
7 y ( mm. 1 -77 y . 7 x 7> h y v 
-)v mm. 2-?xtyh y i/'x/i, ) . tr y ^s/x 
'KWitf, 3-eyy^x^) . try §i/=ju(mt 
ar. . tr7v-/K0iji{f. 2-f 

7y-;n . ^y/v-jv mm. 3--»yy- 

;t ) . 7 7 7x-'K<5lJi{f, 2-7^7^'-^) . 
■7yjXiKWilf. 2-*+*/'Jx/U) . -fV^fir/ 

(CT/Jf. 3-4 y^-9-yy/u) . o/'fv^t 
yj/KWiif. 3-^^y^f v^/y/i ) . 
vvji mm. 2-**W))V) . Ky>/**?y 
vji (mm. 2-</ > /.'r^f/ i .)/n . 
Wr*/\)fr (mm. 

iv) . a yf-7/UA (M^tf. 3--fy?-7yy 
)V) . <>y-f y^ryyA'(Witf. 2-^yy-fy 
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-4 A ) . ?-xxa (gliif. 2-f-xxA) . <y/ 
*xxa (PUte. 2-<>"/fi-;H . fb7/'J 

-Aj f*. *TVij/MW£tf. 2-f7/'J;H . f- 
XXA- (CT/Jf. 2-fI-;M . fcfUvA (Wili'. 

[0020] *Bjji#4j, rNfDT'J-yir/i^^j 
fcli. WE r f£&7A=*Aj «ffiB^)tllttcWE r ^r 
nr'J-Aj #{I»lfct,fi>>r. £*i&tt!BJWrifc&£ 
T^ftEtlg^LoS, Wit?, f?yj/Wf^ (ffl 
4-f-TVDA-y*A> . f-TV'JAX^-A (M 
/.(j. 5-f-TV'JA-2-x^A0 . -fyHU/l^f" 
/HPUtf. (AvY-iV-3-MV) y*A) . 4 5 
rV 'J 'M *A ( Mil*. 4-4 5 *Y 'J /M ?7U ) . 
O V*TV' (J A-y f-A ( Mm. 2 -O-VfTV L> 
Ajtf-tv) . Ky/t^/^Wf^ (Hilf . 1 

/Ojvx+a (Mm, 2-^Ay'j/Mf;H . 
*>v-f sf/ij/wt* ( 2-oyw 

/|J;Mf/H , t'^'A-yf-A (ItIR{±\ 2-K'Jy 
WfA-) f?*W4*U , ft£ (Ay K-A — 3-4 
A) y*A, 4-f-TVDAy*A#$?£U>«. #BjgB 

-twj>--A) , t^'jv/u mm. tr^us/ 

/ . 2 - 1*^ 'J 'J A ) . f<7 ( 1 -t°^-7 /- 

A) . tA-*'J^ .4.5- 
^tKo^T'/*-5/'i/K0|itf. 4. 5-ytHof 
TV D xV- 2 - 4 A- ) #*W4*l4 « 
[0021] *BJffl*4», r iR^T/^;u^^fv j > 

te. TA*A3s##i-rf2 rsmTA^.Aj t*>4ta* 

•/M^-fr****, flUtf. y?-A:*drv, xf-A* 
=*fK n-7nt';W^i/, 4 yrotVM-sSf j/\ n- 
7>A:*=*->, 4 y7'f/^^v . s e c -Vf-A-;** 
> . t e r t -V^A^y«WWf ffS L < 

\t. ^fW^y. xf-A-:**^. n-rnt/W 

r tK8lTA*A.XA'*XA'J £{J, r/l^/HV&JPMK 

r fflcS&TA*Aj T2>SfifiRT/i,^;^w*-^*asft 

«t>. r T'.;-k> j lute r T'J-Aj £93****1 

SUSS*?-*, flitf, 1. 4-7i-l/y. 1. 3 
-71-1,7, 1. 2-7xXt,y^W' 5 tlS, * B J 

-a j xom^him^sMi-h, mm. 2. s-+ 

*7x>V4A. 2, 5-7 7>^/K 2. 5— f-T 



/-AiMA. 2, S-^Vf^x^vMA. 2. 
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[0022] *9MB*tK r7;u^-;L j C : - 
C 3 TA7-XArSQfrf4. t*XA\ T'JA, 
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'l^B»3W»E r KfiT^n/j . T/L-T-x/igp^fffifie 
r r;u ^x/u j rife l> \m.T)i* iv** ~/ti)VX-iv& 

&T)ii-->vzimt&. mm, y^M-*^^* 

x^t'x/l^W^jtS. ry\oy>j 
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yj fcii. line r (smTA^i j . 'ro-fi i. *t 

7)V*>l j . tL<(i 'Xfn7 l jHl/7/Wj Tl 
4 7"-{i 2 CLbflflt § HX v > fc i ^T 5 y 4 ^14*11 

iftT5y*®*-r4. r$y. y-?-^Tsy. 
yyt/i/Tsy, xfiMf/i/7 = y, 7xx/ur$ 
y, ^yy/i/7jyf^wt^^: ^f(cT5y. >"y 
wrsy, 7i-;^;y, <y^7S StfMt. L 

*IBa*+. R'tziJftl. r ffift$*L-Cv^tt 
TlV*lV\ VWM&t IXiit h'n^> . 7>V*iV*% 

z/ (mm. x*)V** : y. xf-Aar*^) . y/i/^r 

^-;K^{f. y7D7'Dt;l-, -/?n7'f;K i-^D 
^y-f/k. ^7c7A.dfi.;i,) , >\u*ry (mm, 7 / 
X, ttS. AX. S^X) . >7/U.^> . &MT)V*!V 

**is#/v#->v (mm. x*)v**i,-i})v#-iv. 
xi-jvttistitvtf-iv) . -ha. >ry. ffiftAn 

7)^/1, (Miii'. h'J7A*aX1-lV) . B^!$rlT 
v^TiJ:v->T5y (fsjitf. yf;UT5./. y-y^^r 
sy. yj/^N'^^Arsy) . ?t-V/. <y ; J>v* 

mj±mm i o 4 . rs&$*i-a >-c <t v >t/^ a-j 
h LT(*. y^-;i. jl*>v. n-rntvi-. -rvrotr 

^, h , ;7/L.tny^-;l/ < tKo^Wf/l . y7D7' 
[00 24] *Bmg*. R 5 C*3{f4 r »i§*lTV» 

=ifrt^-df> (CT^Ss. yf-;i^df£/. x^/u^j-Jfv) . 

7i-W^/. y/t^7*h. 7^*/lf.'T (PR(X. 

y^M-) . > ynT^;K<59x«. i- yorotf 
/p. yyorfik y;n\yf/k ^7oM-/ 
;l ) . t\nfv (mm. 7vt. AX. 3«7 
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m) . #/y**A -fo, ^77. ®SadT.i^^ 

wr$y xf-^rsA ^wsy. # 

;U A l\,7 5 / ) . ^'7- . *Cy SZ/lol^fy 

JAL-)5. r fifc$*tT^TiJ:^7/l,*/yj >IT 
tj, *^-/k X*/k n-roW. 4 V7DtVU. n 

[00 25] ^BJ^BS*, r HSiS*rC ^X I X k >7'J 

. rfi&§;h/avciJ;u77/y*/yj . r E& 
iivry-uyj , *jjx f ""iERSircvvcfcii-v^ 

(X. tHD^y. t Ho^i^ttRT/Wf^ (PUIX. b 

Fa*i,jt+fl,) , mtT>v*)v**is muz. 

ntVl.tf=*v, t e rt-rf;L^v ) , tfri]? 
K ffi&7'y*>M^ (FRfX. . y?o 

7>y*/y (FiRJX, ^□rnW, y^n/t/L. y 
9u*\vw> . v\o7'y (flUJX. 7<yf!l, tt*. £ 
3 7S) , fjJVif**/, m.7>V*)VJt*>fi)VX 

; -hO, >7A fiSADT/K-'L- (0J 

IX, 7 2 ;w^) . ffl&Sfrtvvtijcvvrs/ 
(0UiX. ray, Xf-/y7S7. y^f^TS/. y' 
x^;L75./. <>i;'!J7 ; > T5 7) . . & 

^T;l*/U (|?i];cJX. .rf*/!.. Xf-/k n-7nt'>k 
-f V 7'D t'/k n - 7**>l . i V 7>/y . sec-^f 
/k tert-7-f/k n-^.>f-;k -f'Kyf/k 
neo -^y*;k tert-^> f- vl ) , ^MCTlV^r 
~)i b'x/L. 7d^-;K , 7/y= J fx/y (0J 

/JX. if-./K 7i-;nf-;H , fttt7/W*y-f 
A- (ffl/KX, */yS/k 7-fcf7k 7otr*-A-) . 7 
•y/M-^y- (flRJX, 7-fc?-/M- ^y ) , 7y^T;7 
(IPUIX. 7-fc*/y7$.A 7s-/l*)Kf-/l'75' 

X>y) . 7xx/y, <>->'>K 7*/m {Mltf* 7i- 
JkTV) „ WaSiif v>Ti s fcvwfnTy-/l (PR 

IX. 3-t s 'Jy-'iy) . B&SilTV'Ticfc^W K 
<ffltf.JX. 7W H. 7i-/WMK) ^W^J'X 

[00 26] FslZ&ftb 'WM^hX^Xi>X^T>J 
->Vi 'cLXli. 7i-)k 4-M;7;l^oyf-»y7 
X.—H . 4-b Fn^yxfyt. 
7--'k 3-t Kn^y^-fy^xXyK 2-y^L 
^>7i-iK 4-^f/l'^y7i-;k 4-y^ 
^7iz;l-, 4-n-7'fik7s-;K 4-T-tfyU7 



i-'K 4-^'^>7i-/K 3. 4. 5~hy* 
h^y7i-^. 3-rtf;L7S/7x-A-. 4-t* 
7i-iK 4-7xX;y#/ytf-/y7$7 7xX>k 4 
-Oy^7i-;l^W?,ji5. R 5 (c&tf-& rg 
^§iiT^-Cti<r^f-n7U-a j itTIS. 2-f- 
i^'K 3-fl-l, f'J>V-3-'f;l'. <y^'7 
9^-2— f A- . ^yv ti. 3] *y^y-^-5- 

iv^^l-^'Pj tLTIi, ^>yJk 4-th'nJfy- 
Oy'A. 4-t-7^-;l-.-t^rv'<y^y. 4~7i- 

^Xt>£^7?)l*Jl j i:L"C{i. ^✓v'/y. 
'1/, p-y^ 1^ y 7 z -/ky 7 x -/W f /I f 
ix&, Rifctjtt* r {Ba§*i"OvCt»J:vv\?-D7y 
-nr;L^/yj hLTii, ( V H-/W- 3 -- f/U) p< 
(N-^f-il'-'f > H-A -3-^/y) y<-f/UI? 

[0027] 

[JMB^Wt^JKB] HHst ( I ) X'mb2ti2>it-&® 
( I ) li. HR« (XI) -C*$il-&a-75yiS*:ai 

7>V3-)i$. (XI I ) fctUWICWll/C. tiTtc^-r 
MiH: i 0 KiSI-l. 1 1 A J rl= S . it: . wo 9 7 / 

27 1 74(CfeS>^S*ffl^Tff3^ttt^§: 
[0028] 

AS : it0i%} ( I ) £«teOlv£*>**i£, 
: ft-^^H ( 1 ) *«(C-3V»r^>*«fe. 

ca: -ft* ( i ) tcftv^t. R s * j {tm$n-cv^-c^ 

XVyT'J-iyttzlZWMZilX^XLX^TnTV 

& tcumm zixx ^x i x v a? y -cs -s 

D^: HR* ( I ) .JCiJ^-C. RV/a^ilTV.ITi 

j; v>7 y - u y ^ iit ^-c i i v ^tn7 y 

7 y - A'i ^unA^itT v ^"C i «tv^rn7 'J -HX' 

Em : -ft* ( I ) C&WC. R*#aj&SirOYfi 
l k->r y - U y f ilt v >T i J: V Afn7 y 

-lyy, R'^-CONH-, R^^^ifC^Tij; 
v \r y -/y S ^(aa^ £irc V >T t i \ AfDT y -/W 
"C h h ft&Mz-o . 
Ffe: -ft* ( I ) t*3V»-C, R :! *TO$?lt^-Ci 
i v^r y - u y * tz\ iW&ZiiX \ »T 1> i V >^r o7 y 
-V>\ R i &Thy s f->Vi/4)l>, RitfM.Wi$iiX^> 
Xi>£^~?[) ->]s£fdtW%ZtiX ^XbX\ Afn 7 

GS: -ft* ( I ) (C&WC. R«*»-COR*T*4ft 
: -ft* ( I ) CtiVvC, m = 2f^>S-fk:^^ 
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IS: HKat ( I ) tCiilrVC. m. = 2~Zhhft.**fa0>B [0 0 29] (Aft) 



H 2 N^COzR ,T 



sue 



22 R'-R'-R'-SOj-Hal 
R 1 



t(t2 1] 
r' 

■ R^R^tf-SOs-M^COsR' 7 



X1IT 



TI R 



S2X8 



1 ^ ' 5 



XIV 



R 1 R 1 

a #. R .- R3 . SOl .N' i ^ s Y , "- £iiS -" ! -^- n '- so ! -'?' i ^' SH 



\ 



XVT 



N R 5 -R 4 -R 3 -S0 2 

xvm 

R' 

ay aa - La , R 5_ R 4. B 3. SOj . IiI ^s^o^r 

R 2 O 



/ 



XIX 

(*4>. R 1 x R\ R 3 , R 4 . R\ R 7 _ ftiWJi 
1WIE4:R*«» R ,7 li^4fcfcM*-!tf*a'*«. R 

3 feJ;t f -NHRiii:|3]l;^. Hallinnfy) 
[0030] it&fa (XI) «»^fl:*ft ( X I I I ) 's 
cOKmti. WO 9 7/271 74 (dfco THJTC* S 

**. fb-^fe (xi) wrsys^^/^-/KtTS5iE 
(ssi is) -eft 9. mm n-t^»hi: 

3^A-d^GMB^5Hs*£ff3. (XII 
I ) *»i»fl:*« (XIV) ^£tE!j*)kt^i/.'Hr 

/v-r Koif^ mzimtiRK (n 2 is) -c-ft 

4. (xiv) fr&fca* ( xv ) f^tmsit. 
is/I,*** mzzmmmiz^m-tmmx' 

ftD <*3ia> . B=**Bi»Htf>* 'J 
ft 4 ^(i* h 'J C > t=i Oft^/J 

(xv i ) s-ts&wi: (*4is> a*?**, ifcfc^ 

ft (XV) lZi~bV*n>**y-bhZ^fc*V*7<L* 
*9-h£EA5S-M£fcJcJ:9. ft^ft(XVI I 
I ) (SB6IS) -r*«l>j!(«TS4, (X 

V I ) «. BtTv-zHfcREtcJ: O-lfcMS ( XV I I ) tc 
S*W*£fcj&*C* (H5IS) » *£>(CS-7,'U=WI 
fcKfcfcJ: ( XV I I I ) (JB7IS) 

T h Z. b * . tet&i (XIV) ItO-Tis 

Mtfcmztttz b izX 0 . ft£ft (xix) tcaant 
Set » I, . *I«Co v *T 3 $, £B L < j£'<iitf 
JSTflHID-Cft*. 

[003 1] (J&1I8) W0 9 7/2 7 1 74|£*f9 



(XI ) itt*ii&T$/Wt*MttvMfflm (Wi 

»SH8) *)HW«>fc*>ttTlfRfti: 
ft^>tW«5t«fl:i96»ffi2 2*, »4JR (H*ft»A 
ffi) fcBtt<0T5/*&J«S. J. Med. Chem. 38, 16S 
9-1700 (1995) Gary M. Ksander et. al. 
b?C*4. **:. x/W*-#HUiBR (Wit*. x>\,*v 

^£Dfi!5i0^iO(iiT^WfJSl4%. 178? 
m. (1978). Synthesis 852-854 (1986) Tatsuo Hamada 
et. al.*fcfl6->T£jft?l»*. *KSiifc;&/M«P3' 
/HlkfCti, Witf, x^r/u (Witf, ^/ux* 
r/K tert -7*^/Px.x-f;K Kxymf/H 

10%M5^^-««llJ!«fflRtT) "*"*ifcfcJ:oT 
ft^ft (XI ) fcisv^R 17 * 8 *^ ftiTS/HW)* 
v^-9->-. ^^JUUsh^S/H. 7-thXh'J;k 
ft§xxx;H*:«D^(c{i, C«Dfi!jC*^tt^« < f«J 

li. h'jxf-/L75>'. N-^f-^t/i*yy*w#IS 



(10) 



ttHHPl 1-34 3 279 



-SiBT&S. ffis it&Va ( I a - 1 ) tz&lf&Ri . 
R 3 . R s . * fc{ i R 5 # x;i * -n-mzftm btchWb 
m mUf, tKo*K >;^rb. 75 A ^rx 

vV) Protective Groups 

in Organic Synthesis, Theodora W Green (John Wiley 

§ h lz V£ ^lVOr-iVl* T 5 K , fh5tHn7 
<«j*i!rT-«ai^^oyyfl:r/Wf^ (Witf, 3 7 

(Wit?. <y : Jj\/?u\) h\ <y>Vi7n = H«) # 
«Di. 3-3 0«ttB. #4L<(ilO-2 0B«aJ8ff 
i-S £ J: 0 S 6W - R* flc^tti £ b tfX'% h . 

*»T~ 1 2 O'C. SF £ L < JsM?fl~6 0C 
T\ TtVa-iV 7'o.'\V-/l . O-^/UT;!- 

ft&T. 1.1- (T»/*A-.-K-^) v-'tr^ 
'J h U 7 x -/U*.Z7 ^ y^y77^f;l/h U 7* 

- 3 0 B*ia. #t I < li 1 0 -2 0 ^SJJfi^t S I b (- 
J: 0 S «*>N -R^ri^Ci l> , 

[00 32] (JS2IS) ft^* (XI V) Is, R i7 - 
H'C , *4ft'&ft (XI II) r> y.Xf-^*/lA7 5 

H, rhytVnyyy, -3 

D^vA ^/^xW 5 K . 1 -Xf-zt— 3 - 
( 3 - x'X S JV'uVlV ) fDVif-VA 5 H. N . 
N' -^;U-t:x;L-vM 5^y*wWfcOvvffu&»£ 1 -t 
KoJf II7V-/1 , N-tHn^5/3A?|! 

sr^y*^***, -3o f c-Mjat'. *3Wt*** 

7 h 'J ^A. **fbfc?* y T^A^h^Jf te#J*- fftB 
; b fc i 0 ft£ r > I) . £ fcM&fc LT. 

tVI^ ;l * U ^ WfflSSSfiPirF . 7 n >k£S£x f-;l- 

374 #8^. R 17 -HT*4ft-S«l(XI I I ) Sr. 
Hit. ^7^Tji7CfS*a4-!:. X7,f .W^7A- 

[0033] (353IS) R'*=OMs, OTfTftS 

(xv)ij, ft£t& (xiv) . try &.>JHK 
F. fb7tHo75>. v-'^-fy. h/t'X>. ia(b 



=C 1 . Br. I4F0>nny>'4>4ft6Mt. rh^tHn 
77>. ^^-fy, ttftxf-u^FoffiKK*, -3 0 

C-MiSt'. h 'J 7z-.W77 y >^r>:'^) r- y T^ Jf 

(»4IS) (t-&» (XV I ) {j, >?^^*^ATS 
H, fN5th'D75>, ^**^>^M)SWBM», -3 

or-6o ; c-c. its® (xv) ic^i^is*i07 
h y 7 as * § vMi -h y ^ as ^ feffl $ * s c t c i o 

fl$ii*<t'§2.. tK. fc**(XIV) (CF'J7x 
x;l ^X7 -f h y 7/^)^X7 ^ > t . x< 

y 7o t;l 7V->'* »P^=Jf x V - V t£ b"V>7 •/flteW* 

y, »3is*a*c»:*<fli&i!i (xv i ) ^Qn-xr 

[0 0 34] (XVI I ) U % 

^y^jf^. -3 Or-MiST-. -ft^ (XV I ) 

(-7 h y 7 ax h^f v h , ?mit+ h y 

Z-ZZZt C J: 0 #4 - >: "A^f # 4 . **sJJBWRe"C 

yf-nm^mm^. - s or-6 o^t. hyr^/i.* 

X 7 4 >*<0 h 'J 7/1-3- 'l * X 7 < > t * S- ffffl 5 * 

(IB6IS) ffc^ft ( XV I I I ) (j. &X+ft,iM,J* 
7SK. fh7tKn77>'. x^-^lry^^if^* . 
-3 1 0 0'CT'. it&® ( XV I I ) 5- 
h ( -f tJ— A-Sr*^{b7 h 'J 7 A^-c^s-r h IbiZk 
OmZbtfX'ZZ) *m*itZZb££ OftZZb 
tfX'ZZ, 

[0035] (»7IS) ft^ft (XVIII) li, ^" 
X flW/^7 iK, fr7tHD77>'. iS3t*V 

y, h/ux>. S'^l:x^^•y^^oiS^ t t , . -3 0 ; C-6 
0 ! CX' . h y Xf-;l 7S7. N - / 'J yW<F> 

wmm-^LT. fl:*«(xvi i > (cr/nww\9-r 

"C. ft^^ (XVI ) Sr. 7^/^N7-f Kl?ttT. D 
BU(1. 8-v-7-rt'x^n [5. 4, 0] -7-7 

yr-tymnGm&mx'&mix imzb^x-z 

(*8IS) ft£ft ( X I X ) Is. {fc-^l (XIV) (C 

y. h/uxy. S(tx^i'-y^iil^+. -3 0 : C-M 
iSf. h'ji^rsy, N->f/itA*gy. try 

\m%*hzuzi<y&hz>KX'%h . <^ 
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(xiv) icty i?ym&. - 3 ox^sa-e. 

n|)K, feB £ *>' 



[0036] 
t(t22] 



R^NH COaH 



xn 



R 5 -R 4 -R 3 -S0 2 -Hal 



R' 



2 -N 



R 1 . RK R 3 . R 4 . R 5 , fcitfHa 1 {iff 
KfcHK*. R | °Ji^y^A'**^*;i-#-H^I. t- 

t) 

[0037] Att(C8tt6-lfc6* ( X I V ) V) 

tm&&£x-h?>* (t^ft (xx) *rAa^m2xsi 

teSSSKfta-f Ci 9$4£i:j&*Tfc* (HI 
IS) , fl:£tt (xii) ft>6fl&fe (xxn ^<*>E 
«i. (xii) ^TaynfexA-rtsryHt-f* 
606 («2ZS) Kt*U*. flrffft (XX I ) 

RlWfcff -3 £ b IZX 0 . N -T>i*)VWZ'bZ>tt.&to 

< x i v) m< - ttfx't h (»3is) . *xg{-o 
c 0 0 3 s 3 (ss 1 xn) &&&&&& (xx)x^ 

2*. *4JK i>a*m*m) ciBKiorsy^-fiK 

J. Med. Chem. 38. 1689-1700 (1995)Gary M. Ksa 
nder et. al-tHCft-at**?**. (XX) 
(s. ASSESS 2 Xg<:Htt*>*&T\ T>P3-/t#£S: 

Kfi&a-rs^fcfcio-ffc^ft (xii) ten 

(MUX. at*. hV7il*uffll) tKW&m (Ml 
if. *i§(t+h | J^A^) ?>^Tfcin*ij-8?-fi>a\ 

)?lZb izX iX'noZb ifix** h , 
[0039] (JB2XS) fcgft (XXI ) «. -30 
! C-6 OVX\ 



R 5 -R'-R 3 -S<> 
XXI 



(XII) -flags (Milf . X^*>B(/\ 

o^fl* ) Srf^ffl $ & £ b tz i 0 f#S £ <: 

4, ffi. (XIV) (C^{f|,Ri . R* . R* . t 

f>HR> ffi7j^m=jL-vazn* b < mt k . 

SSSTifrl^aWju Protective Groups in Organic S 
ynthesis. Theodora hi Green (JohnWiley S; Sons) 

ffiaw^a-c^ftRaL-. ut i^mx-zm^imz 
¥*imx'$> •) . <i?)i&<D±Mimmiivm®. 1 4m. 

1787K. (197S). Synthesis 852-S54 (1986) Tatsuo Ha 

mada et. al.^iC^oT-Q-^T^ 
(H3XS) (XIV) { ^f-iUh^iTS 

h\ -r h y t K o 7 y >. i?***vm<rmWft . *H> 

T^-so'c. jfs L- < *i*»T-a*trfl:^« ( x x 

^•fkx^-;^) *?.^nlryitTy)l*>l (MUZ. 
y%?D'J H, "<y>-'/U7nS H^) IP$:jD^. 3-3 
0B#f3J. #*L<ti 10-20 tifftimth ZblzX 0 

df^y N h;l'X>^<7)?^4>. *W£T-1 2 or.. |?i 
L <(iSa-6 0°CT\ T)Vo-)V ro/ty 
O S^-T*3-;Mf ) ffftT. 1 • 1 - (TV 
*;|,7K-;l ) xt'^'J x>/ > »J 7x-M^7/f 
isTSXT-flsYV 7r)i>*x*yy%b'<7)%MfcJ&< l zm 
v»«tSK*llli. 3-301^. #*L<li 10-2 0 

^raW-ri. £ i (cj: o as^fk-^j (xivj 

£k*»*-C#S, 
[0040] (C&) 
[fk2 3] 
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R' 



R' R' 

(HaD-R^SOa-N^ 0 " (Hal)-R 3 -S0 2 -N^ R ' 8 

H H 

xxii xxni 



xxrv 



xxv R 2 



r5 -r3-so 2 -n A^shjeibl + 

q2 



XXVI 



R s -R 3 -SO a -N 

xxvn R 2 

N R s -R 3 -S0 2 -N 

xxym R 2 



R 1 . R-\ R 3 . R f ' , R\ R !S . R». £j; 
t s H a nifJISfciaj-WH. P^MifiM^VOvt 

[0041] it£& < XX I I I ) ii. A&&£VMiB 
»cJ:9*J«T*ft. ttS-ft (xxi I I ) *&fl:64ti 
(XXIV) *J)g]&t. R«#4-> h^MJ^-A- 

Si m; f-AS«o^{s . aaarttT, w y f - >h- 

4 = R 21 * ! 7y;l^il AStf>*4IS£R;R£?T 
d£fctf-<?£4 (Slllg) , ftgtt (XX I V) 
flteft (XXV) A^)R(Bi, R 5 £0AxDyygJg£r 
J&Ffr'JCl/CfMcRfE (M.J. Sharp and V. Sniecku 
s. Tetrahedron Lett. 26, 5997 (1985) *fcffi«) £ 
S^tTV -Jl £ fcl^fn T >j -/i, -Sr S|7v-r 4RJt? 
(JK2I8) T&4. ft^ft (XXV) t^it-^i (X 
XV I ) *\crMm&. **->l<7)®.m£*:%t&mt&K 

m (%3xn) rt^fe (xxv i ) ^4fb-^ 

(XXV I I ) ^RfctiS-TA^A-lfcRiE (SS4I 

S) rfc 1 ). ft-aft (xxv i ) (xxv i 

I I ) '^RettS-TS'/HtRJB (JB5IS) 

* . * 3 , 4 . 5 Igi± . -WWrfSrSTfr 3 Z b tfX* 

% 4 . #lSfco v >T S h {•:!¥ L < i^iHf «T« ii 0 

■C*4. 

[0 04 2] (SSIIS) R«#4-;< h*5'MJf-/l- 
£. h U */W«r fc'iO h »; f-/^gMia-e&4fl:#fo 
(XX IV) Ji. -ft^jj (XXI I I ) \Z*J*+Mtui> 

-3 ox>-s era l < ii*#T-*irc h 

T**. R ll #75»7t*C**fc*ft ( XX I V) li. 

fcfttt (XXI I I ) *Aft*)!S4Igl:H«$:RiEfc: 

<tf I <: C i 0 t# 4 _ i * 4 . 
(35 2 111) (XX I V) £S/.X*/M:/I,AT5 

h\ h/kxy, *isu>\ <v4*v. rbvtbayy 

>mmm*. >*? : J*7J*?m mur. Pd(Ph<p) 4 , 




wa 2 (dppf)*) . im mm. &m*v*?±. sast 

9) V&CET. 7i-A^n>M^B(0H) 2 (fi!l(CB(E 
t)j«) *£#t4. WMZtiX^X I ±^7>J-Jl £ 

z^zz'cizxo («*ris) . a«fc-r6-(fc^* (x 
xv) <\'c3mrfz>ztvx'Z&. Bxmmt. 

10 O'C, ^K^Mia-SO'C. RJEBfrHKi* 5- 
5 0B#^. KU1 5~3 0«HB-C&$. juasn 
T »r »-C i, X \ ^7 »J - A t fctiSWi $ tvC v t J: i vvf 

or y -frimiMfttBUBfflm.b zzm&mrGth 

^•afCti. Protective Groups in Organic Synthesis, 
Theodora W Green (John Wiley &; Sons) #tCf3tt<OS' 

mm z t tzx o#4 c i 4 . 

[00433 (IS3IS) R"tf4-Mb*> b>J*)l 

b >j t)vm:z<n b 'j i-tv%m®&X'b& its® 

(XXV) (i. aiUXf-UX, fh7th'077y, 5/ 
7}-=if^>. h/L-xy^cT)^^. -3 0'C-SfflT% h 

?> ( h'j7/U*o»». *4v^iP»WAT«i 
S^4 1 hCioT iff 3Ck36«T*4) rf^ffl*-fr4 
I k izX 0 . fls^i ( XXV I ) MsaH-s - ttrt* 
4. R :i * { T^ST*3b4'fL^ (XXV) fi. AffifiO 
^5IM>: ra*^RlBtefWC > 9 ( XXV 
I I ) *4%m?&zbtfT*h> 
( »4 IS ) Affi^)fiS 7 IS> [sltttff 3 C b * i- Tl= 

V 

(»5IS) AS^SlS>|5l«(Cffr^>Z! J T# 
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[fb2 4 3 
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R 1 



(HaO 



-^-SO g -N^- 0H g ' Xg . (Hal)-R J -SO s 



R 1 

. N A^OR 1 



2QOI 



XXIX 



S2XS 



sea 



R 1 R 1 

R 2 



XXX 
S4IS 



xxxn r 2 



R' 

X^OR 8 



XXXI 



R 2 



R 5 -R 3 -S0 2 -N^°Y R1 ° 

xxxni r 2 o 



R>. R 2 , R 3 . R f \ R8, R»«. R IZ . 
[0 04 5] ft** (XXI I ) li. A&ft*fr42B& 

(c i 0 l, . ft-ftft (xxii) ( x 

XIX) R :i *:4-^N^yh'Jf/H, 
h f - /H&oifr&l J . n - * > . r- 0 if 

N5tKD77>. a^-fr s - 3 0 C~ 

.JL ,sr 25 sirs 



7>;KO%&t£. Agassis* PSWifT -5 £ 'ctfX' 

(ssns) . &2^m5xmi. cm- ltmmz 

[0046] (D£) 
Ut25] 



r 1 



(Hal)-R 3 -SO,-N' 



XXIV 



XXXIV 



S2I8 



R' 



S 3 - 
XXXV 



„A_SH a 3 IS - _ 



•R 3 -SO. 



XXXYI 



R — = — R -SO? 



XXXYH 



R 2 

R 1 

. N -k/S^R 19 

6 



(*K Ft 1 . R 2 . R\ R\ R\ R 1S . R 31 , 

if Ha ummtmmm) 

[0047] (XXIV) frbitit® (XXXI 

V ) . R'«hD y>H8afit J6^*» 0 (c L 

X^-/9 (Heck) RE (K. Sonogashira. Y. Tohd 
a. and N. Hagihara. Tetrahedron Lett., 4467(1975) 

8) tt-^ (xxx 1 v) *^fk-&^ (xxx 
v ) . te&k ( xxxv ) a»Mfc£ft ( xxxv 1 ) *$ 
ilMt&tt (xxxv 1 1 ) /\coRjE(i, c&?)SI3, 
4. 5Xg^PH${CtT^;^* s -C'#S, 

[0048] (SSIIS) ft^(XXIV) £>.Xf 
;U*;WAT5H. h/UX>\ Ky-ify^ 

Pd(Ph,P) 2 Cl 2 ^) . 2fli2>iBKS5(W£Br, Cul») . 



xf-)\,7$yW) xf-r.;Ky-t*y^«oxf- 

S^CiO (HeckRjS) . iWfc-T* -fc^ft (X 
XXIV) ^iSatf4£ RC-iSgte. £ 

?S-100 : C. *r£l<liM*&-8 0 ! C. 
3-30B#ra. Jff4L<JilO-2 0BWB"C-**. SA 
?*vt v v£ t £ wr U ^{±JBfl$ iiT v >T 0 J: t > 

f pCIl Protective Groups in OrganicSynthesi 
s, Theodora W Green (John Wiley &; Sons) mZgHMft 
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M 2 N. 



R 1 
2£Y 



(OjN)-R 3 -S0 2 



H H 



IL L 



-so,- 

H u 2 H 



R 1 



Lfl 



yi 



H " H 

up 



O R' 

H H n 

T.rv ° 



(5t4»* R ! . R 2 . R 3 , R*, R\ R l3 . fcitXR 21 

(intra > posh > 

[0 0 50] ik^tfa (XXXVI I I ) li. A-DS-r 
fflvvt£j£-fi>w ft** (XXXVI I 

i ) frc>[\Li&% (id commit, w-hvmtfi 

3 . fl&tt ( I L ) ( L ) A^jge 

£-*SKE> CJ*2ia) a«fflv^iisr S H 

[0051] (mia) -ftim < xxxv 1 1 1 ) 

r . x?/-/k IHUfrt'. »Rlf<0*i 

»+. (M-C, Pt0 2> Raney Ni$) WffttT. 

iwfc-rsfc** (id fcniitj^si, 5 



KJSSfilli. 1-1 0B*fSB, #4t<«2~5B»BfCft 
(H2IS) ( I L) ft. y7f/WM?i 

( fitstti^TA -* ) *^rrs-aBR?fiT of t, £ ^ 
r u -/i/s ttisg* tit i. vc t J: v Afor 'j 

^t^tSr^* { T^S. RJCiftKJi, *»T^10 
0 ff * L < tiMffl- 6 0 'C . RMIj .3-30 
■ML #* L < «i 1 0 - 2 5 * . 

[00 5 2] (Fft) 

Hfc2 7] 
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X^OH _*1X8_ (ch^cho^-SO.-N^ 5 ^ ***** 

R 2 



LV 



(OHC^-S^-^ S ^-*i^4iR-N=S-R3-S0 ^ -N' i - SR2, 
LYI R LYU rS 

N 2 ^ 
LVlil 

R 1 R' 

R 5 -N,>R 3 -S0 2 -N^ SH 39618 ■ rS_^ = ^_ r3 _ S02 . n ^SR 7 
N r2 N £ 2 

t.vix LS 



(*4>. R ! . R 2 . R. 3 . R 5 . R\ R 13 . &£l/R :i 
tSfrf2i:|5lS^) 

[0053] c»ll«) A^EiSfcHUlcfHCi:* 1 
<SS2IS) (LV) ^'7DO^^, iflSx 

'tft Kftgft (ft^ ( LV I ) ) /v.|;S»-r SIfc 
(aBceWHH4««**aSSDT«)J:iO . RJSE 
\W< i .-10 O-C-ES, #4 L < ( i - 7 8'0-*ft 



R»-N. >-R 3 -S0 2 -N-^- S Y 

N 'i! ji 



t. Rfommu. o. 5-ioB«a, 8f*l<«;i-3 

y N x-^^»J;y?y-;i . x?y-/t^.)i§ 
^y-fe* yxu fr-H t K^KtfiOB 
s*iiktj:oitti:l-4fl:^ft(Lvi i ) 

£L<{iEiS-5 0 f C. RJGB*RUi, 3-3 O^S. *? 
^L<{ilO-2 0^fS>S, 

[0054] (S4XS) r-u^^rsys^wt- 



IA1 

x?y-/H?) -rtiD^it&KiSjBL. #*tf>ittK* 
- 2 0 ; C~1 0*C. I <tiO'C~5'C(c-caiJS^. 

fS. m l < U 1 0 - 3 0 jK'£> £ , C OjatEMSr ft 

( lv i i ) cow : JyMmzbnt. - 3 o*c~5 
or. #2L<ii-i 5'c~gia-c*i-i omm. ftt 

( lv 1 1 i ) '\£S!j8$-£sc:>:#-e#&. 

if-nCls:. Protective Groups in Organic Synthesis. 
Theodora W Green (John Wiley &: Sons) ^(Cf£ig?Xfj 

(*5Ig) - (S57XS) Aa-EftkH«Hcff3C 
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[fL2 8] 
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COzH 
LX1I 



22 . 



Si IS 



R s -R"-ff s -S0 2 -Hal 



C0 2 H 

-R 4 -R 3 -S0 2 -N^' Y "R 22 
H 

LXin 



COR 6 



*2XS 



SfUZg 



^-R'-R'-SOj-N 
H 

LX1V 



COR 



R s - 



-R 4 -R 3 -SO,-N' Js ^ X 



-so 2 

LXV1 



R* 



(sto>. R 2 . R«, R\ R 5 » R<\ X. fcJ:tfHa 1 

[0056] < LX I I I ) fr>Ut£'®} ( LX I 

v) '\Z>5£{4, rs/SS-^/U^^Mtt^SJED (35 
1 IS ) "Cl> 0 . ASCIIS. S>I.V»(jBa^2 
IS t [SHS^STIf* -I b ffX'Z h . ft^fo (LXI 
V) 3&»^t** (LXV) ^<oraE(4. R=#lM*ix 

xiv) 'cofftftmsms-zfo*) , R 5 * 4 ffinr;i.^/i' 

*fJC < ?67/l/3--A'2:-fl:6ft (LXI 
V) t^BWcfft&RJCT&i (JB2IS) , fc^ft (L 
XV) A>io-ft^ (LXV I ) /V^Kl&s. N-74-* 

MtRjc (»3is) Batf9»3ia{cctfe« 

2ri£*-fflWCff a It fl^J (LXV I ) 
Mfc£* ( LXV I I ) VigfDij. h 'Jf-zHS^T-fc 
*4 £ T«R 5 ilfc.*K»fc J: **-;HfcOlit* 
H . ftfta l X % hixtz Til 3 <t tf+*-Mk 

[00 57] (*118) AS^JBIIS, *4V^liB 

2iat H«oa«-cfT 3 1 s . ati . 

ffc&ft (LXI I 1 ) S-hU*/U->* 
<»21g) fb*4b (LXIV)*. i?*+firiHM*T 

1-X*4— 3- ( 3-^^75/7*0^) #4 
tfy-f 5H. N. N' -t}JVX-)l>4 
\->?iifrt 1 - t KD^>-<y^h yry-/k N-t 
KoJp isa*\9WM 5 KtfflVvreijtwaS^fo) £SQ;L 
T. «ttxA-f/H*tcS»TS, aS3M»«c*flfff47 
5 v&ttKiTA (74- 3 -4. 




l>2rA*£^) . -3 0'C— 4 0C, #£L<l*0'C-m 

ire, i - 2 4B*rnRJCS-ti-6r ttj: swifts 

&!£g>. *riE1-&75> (35*^47^3-4') £- 
(4, 7S Kfc&Sottx*f-iMt£fflv*4;^fcl/C. 

N, N-y7Mr^'Jy. H-A*)lW*S)yt&r> 
HmS&tPGT. (Litf& ( LX I V) lZ?n)l-m^1- 

T^VhhV>\t7)V?-)VZmtXW.fc*-£h-fr&. v 
7 x X/W* 7v * >J 4- T ix' F y >M^**^^S^ 
rfflv^ft (DPPAft) . l-xh^i-tf/Mfx/U 

2->t Hn^f/Uy (EED 
Q) (LX I I I ) bttm?$>7*> 

XtftoZtwX'Zh tfc. RSiMWtTiV^iV** 

it&um*?. mm (hyxwiy. n. N-^f- 

;lxTx'J>. N-*^l*rl*Vy£&rtmim. @M 
fi>J>?A. 1<M:+hVVJ>.1:X) ffffiT, 74 

[0058] (JB3I8) B&0m3Xnbft9L<V}3& 
Xl§ZZ>tfX'Z$>. 

(»4IS) ft-^ft (LXV I ) R-'^'4- 

mzxh h c&cnn sunt ®n<?)%.fcx\ r 2 2 

w > l> . #^>ii^7/l/3-;L^|>^{4 
( LXV I I ) ^B»WSii:* t CS4. P 

[00 59] (HS) 
[fL2 9] 
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I 1 f 



-so 2 -n; 

XIV 



S0 2 -N "CHO 
R 2 

ixvn " 



R« R 1 



-s<v 

ccvin 



LXJX 



R s -R 4 -R ^ -S0 ^ -N'^^R ,3 



-S0 2 
LXX 



»5IS 



1 XX - 



R S -R 4 -H 3 -S0 2 -N^-^S^R 19 -^^ 



-SOa-N 



R s -R 4 -R 3 -S02-N 
a 2 

LXX11 H 



SH 



R 1 



■ R'-R -R 3 -SO a -N^ x ^SR 7 ■ 
LXXm & 



R 1 0 

LOS - R s -R 4 -R 3 -SO 2 -N^ N -'^ v 0 > S 19 

R 2 

LXXJV 



R». R 2 . R\ R*. R5. R 7 , R 1S . Sitf 
[0060] fcaft (XIV) frfcffc&tt ( LX V I 

i ) coasts. T/io-rt^awtRiG-ca* 

S) ., fc^ft ( L XV I I ) ( LXV I I 

I ) ^RBIi. -K^ig^gffi-C-^l) (S52IS) . 

( LXV III) 4»&<bft«i ( LX I X) 
JEEfi. > r TA-3 -;l (;:S38-$-§ m&X°& I (M 
318) . itmiblX. iS#7>tm^&^4 h'nrf 

[0061] (W1XS) ft£& (LXV I I ) ii. ft 
^(XIV)t; >?.X f-/k* A * ^fv-.K+N - 3 0 - 5 

Hfr ( h »J XfvP T s y«fc*pN , N - v ^ *A *;kt, 
7*5 Fstft£fc'T'i£o) £«18&£ (h'Jxf/175 
>\ N-^^t;W;y^4r)«lni, 0. 5-3 

Wit* . /Pr-^A^oi^v^sv^iSrttRJiB (T 
PAPKffc. PCQmttic) . MC^S^Sftfcffl^ 
bWcM& (Dess-Marti nft-ffc$:£ ) *?i 

(Jf?2Z|§) (t-^ft ( LXV I I I ) Ji, ^/Uh "J 7 



'J h'frfc . fli^ ( LXV I I ) N. N-ssX 
*)V* lis J* T S F . t h 7 1 H d 7 5 > & <: ^Wt 3 . 
-7 8-C-5 0'C. ®£L<ti*<$T^m&X\ 0. 5 

B§p B i~ 1 2 imwf-r« ; > i- * onz <r t &x-$ % ... 

tit, HM9Kfflv^*i«-iWR««BB. GUtf. ^ 

(t^^y^ffl^S*^. TebbeSBE {i-?oo 

A] j^^/l/TVPS-^Ai *-ffluS^TS(J. Am. 
Chem. Soc. . 100, 3611 (1 978)) 

[0062] {W.3JM) VCM* (LXIX)lj, it-Hi 
y% (LXV I I I ) K-f h5t Hn75>, 1 , 4-v 

tt^vKZnffltfr . -30-5 or. #i U<I4* 
<^T-Effl-C^9>'<0^^x;U7^ Hfilft (fh 
5tKn77>-^ft^>:-CtA^) SUni. 0. 5B#^ 

- 2 4 «ni«¥ Lfct* . h u ^mwm x v 

mHbfcm*ZtiaiL. **>(•:: 0. 5B#Pa1~2 4^^# 
(s. 9-BBN (9--mV;n(3, 3. 1)^^ 

[0 063] am) 

U13 0] 



( 18) 



HfflW 1 1-343279 



FT R 1 R 1 

H 2 N'' J ^' 0H 3,1:1:5 R^RgN^- 0 " 31215 R M R 23 N" l>s ~^OH 



SI 
S3 IS 



R 1 

I 

LXXVI! 



LXXV 
3UZ8 



R s -R 4 -R 3 -SO,-N 




R z LXIX 



[0 0 64Hfc*fc(XI I ) *»Mfc*tt (LXXV) 

S) . Ifc&tti (LXXV) *>^ft^ ( LXXV I ) /\ 
^RJEti . HftiOm 1 18*»4>* 3 R«W)R|BT 
ffdd (»2IS) ., -Ifc^ft (LXXV I ) 

*»6fll«fS (LXXVI I ) *v>KJEtt, rsy^fis 
H»*K*at4Rje?C*& (JS3I8) . ffc^fe (L 
XXV I I ) frhite® (13) WRJtti* r 5 /£ 
r * a- /Kkf l> 5JfrC?> -I. (SS4IS) , flAft 
(LXIX) fr&HRA ( I ) -cftb*4fl:«*K^)se 
Mi. H£W8S4Ig-3fl 0Ig(C'Cff5r>//T-£ 
CfifcttJWfc, -fcfrfli (lxxv i i ) c 
~FfeMv»4ittJ:*). -at* ( I ) -Cfcirfcifl: 
- k * . --HDHtCOlr vC $ is, KB 

[0065] (HI ig) mitt* R«iiJ:^R"**- 

ict'ot7?;N s ft£» ( x i 

I ) ^do^pa, rN5th'D77>, N, N- 
s J*+MHfl,J*T 5 K$r£*>i8«<k 0 (TC 

> tC J: 0 ft£$*J (LXXV) arffSdt I> , *W 

ffi?)7; y 2?>Ra£ ( : J iv > fi lVX-ivm . 

Protective Group in Organic Synthesis, Theodora W G 
reen (John Wile &; Son) * lZlffi?)lT&X'?T 0 ■! t tfX 
*4. 

<*2Ifi) Hft^»lIS*^ll3XSi:R**»G 

*A«f $ KS"?&**£HL fl:6M (LXXV I ) e. 
X^y— f h9tH075>'. N. N-v\Xf-M; 
/WAT $ Kfc£^»K+. MiS- 1 0 0°CT\ th'7x 

> -*w*t nai . i-24 imnefi- 6 c £ c £ o ft 

(LXXVI I ) £'f§£ I £ 0 ZcoitilCOT 

SyS^ftaS^lttftStCO'^TliProtective Group i 
n OrganicSynthesis. Theodora U Green (John Uile S: 



Son) «(CiEtt^ft"Cff 3 Z t 4 . 

J: 9 ff o -r > * { T'# h , 
[0066] r^Bgft^fljj fc ^3**fctt, §ajg± 

if. TiVfi y &x ( >j a . + h y ^a, * y »?a 
*£ttstta&(m jut**®, yy». hib*) . 

?x>-bl vL-fySi. 7t/i.' 

coo67] mmzit. $gwmm. wstvw 

flltaW. ffiSl^. flr-f A-^SBft* (Mitf. HI 

ffMt. ffijm. »bi. mmn. m&m 

C ^3-^. g£ftg*E, vf7'JT. ?D->a ■« 

tzmm. Mm\. mm. immmnmrnm 
mmi'miztG l . wmm t-rizt ire 

ff o -CUM t ^4 . S4*S«ftO«» . h . 
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□x-a-w***. a«o. i~i oo^/^/BTh 
[oo68] WTizm&ms x vtmmzmfxxwin 

Me : 

E t : Xf-lU 
B u : 7>/P 
Ph : 7i-;l 



B n : Kyi/iV 
Ms : Xi,)V 
Ac : r-fef-A- 

THP : fh7t KOtf^X/U 
T r : h V 

MMTr : p-* \>*i,7 ±-)V**)l 
DM SO : 9-^*0*1;* is K 
p-TsOH : p-h;Wxy*;t/;f>>[g 
[0069] 

[mm] 
[its i ] 

H 



Me 



f 



. 0 -/ VS-N^ 



A3 



\=/ \=/ ^ Me 



[0070] gffeffll fL£^ ( 1 ) 
WO 9 7 2 7 1 7 4 KE««)*St L L 
tzitSVKA) (22. 0s, 5 0. 0 udDAN. 
N' -^^;L-*./PAT5 H ( 1 0 0ml ) if^tC. N — 
tHn4p>-3^^»>f SH (6. 9 1 gK 1 -xf-A- 
-3- (3-y7H7$77 t otwl') ft/Mt&M 5H 

do. 5s) **<^TicttD^, sftiaaa* 

/^■?«fe»-f* ■- 1 iz i OiSttxx-f ;Hft (18.1 
g . 6 8%) «ttx^r;P*tc (18. 2 g ) # 

SWlfc?-r-?t Ho7 7>M (lOOml)C* 

swbi*. vmi- h -7 a ( 2 . 5 s g ) £ jn£ . aar 1 

■ffiWttPW:. RJGiS«:»Kx*;i,ic-c#RLfc«. * 

y';*y^*7i.;o7h/57^- I400g. n- 
^*fy : iflj£Xf-/U : X? /-;L = 1 0 0: 1 00: 
2 ) CTtHS-fi C £ J: 0 . ft** ( 1 ) (14. 1 
g. 9 7%) 



[ 0 0 7 1 ] lfcj£ : 142-143 'C (n-hexaiie-CHCl s ) 
[«] D +30.4-(c= 1.00, CHCl 3 21.5XT) 
IR(CHC1 3 ) : 3392, 1581 cnr* 
l H NMR(CDC1 3 ) d: S.03QH, br.s). 7.54-7.48(2H, 
m). 7.46-7.37(2H, m), 7.35-7.2S(2H, id), 7.23(1H, 
a), 7.18(1H, ddd, J= S.0. 8.0. 1.0 Hz), 7.0S-7.01 
(3H, b). 6.96(1H. d, J= 2.5 Hz). 6.82- 6.76(2H. 
m), 4,75(1H, d. J='6.5Hz). 3.7K1H, dd, J= 11.0. 
4.0 Hz), 3.62UH . dd. J= 11.0, 4.5 Hz), 3.51 (1H, 
a), 2.98UH, dd. J= 14.5, 6.5 Hz), 2.88(1H, dd, J= 

14.5, 7.5 Hz),2.10(lH, br.s). 
Anal Calcd for C 23 H 22 N 2 0 4 S;C. 65.39;H, 5.25:N. 6.6 
3:S. 7.59. 

Found C. 65.21:H, 5.24;N. 6.68:S, 7. 

59. 

[0 072 3 jUtW2 tk£® ( 2 ) <D£tfL 
fb^(l) (9. 41g. 2 2. 4mmol)^N. 
N ' -SOff"»W«»W»T5F ( 5 Oral) flNK£. 3—Y 
^^y(2. 79ml), KiS^'J^A (7. 74g) 

srflni . m&izx 2 4 matm lk . »eas*tt«#i 

>'x*Ax--f/M::TffcHU-. 
htitymkZi/ lift-Til 77 5 A 7 a-7 h- 7"y 7 t - ( 3 
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0 0 g . n-^r-tf-y : ftftx*;l— 1:1) (CTffili 
tlZtiZXO, itO,® (2) (8. 15g« 84%) 

[0 0 7 3] (a)r, +80.7-(c= 1.00. CHC1 :3 25 5 C) 
IR<CHC1 5 ) : 3478 cr' 

iHNHB(CDCl 5 ) $: 8.02(1H, br.s), 7. 62-7. 52 (2H. 
m). 7.46-7.29(4H. to). 7.26-6.99(5H, m), 6.91-6.82 
(2H, m). 6.93UH. d, J=1.8Hz). 4.36(1H, m). 3.67(2 

H, s), 2.95(2H. ml, 2.91 (3H. s). 
[0074] HJtPJ3 itH®(3) 
fL£*D(2) (7. 95g. 17. 3mmol)^f'J 

(23ml) mmz. A ? vAiVfc-iV? o >) ¥ 
( 1 . 7 0ml. 21. 9mmo 1 ) S 7k<£T(--"t SU 

I . 0 °cx 1 b$Pb« Lfc . yxf/i x- f 
(CtftlRUct*. ^l£5V7x>S?*jSHL &Wf* 

biitzm&x n -^*-*>'c v-'x^/ix-r^il^S 
mzXffitth Z b (C J: 9fc£ft ( 3 ) . ( 8 . 9 1 g , 
9 5%) £#fef&*fc L"C»fc. 
[0 0 74] (o) D +49.8-(c= 1.00, CHClj 25"C) 
IR(KBr) : 3377. 1734, 15S3 car* 
*HNMR(CDC1 3 ) d: S.03(1H. br.s), 7.61-7. 54C2H, 
m), 7.49UH, br.d), 7.44-7.32GH. id) , 7.25-7.10(3 
H. m), 7.07-7.00(3H, n). 6.93-6.S7(2H, i). 4.62(1 
H. n), 4.29UH, dd. J=10.5, 7.0 Hz). 4.19QH. dd, 
J=10.5, 4.0 Hz). 3.04(1H. dd. J=14.5. 9.0 Hz), 2.9 
5(1H, dd, J=14.5, 9.0Hz). 2.94(3H. m), 2.9K3H, 
s). 

Anal Calcd for C^H^NjOgS.^. 58.35;H, 5.09;N, 5. 
44. 

Found C, 5S.03:H, 5.14:N. 5.37. 

[0075] HtfcfflM it£®l ( 4 ) ?)^tfL 
ft£ft ( 3 ) (420mg, 0 . 8 16mmol)!7) 
N. N" -WfA^UTJH ( 5ml) i&K-I. 

V ( 1 1 2 m g ) &MI . 5 0 OCT 5 B^l 

am * trc gtf? , v ~> «> a izx m& 

ft . i£ETi$$r L£ . ft fcfifcflHlE* > U * y/P 
*7A^n-?b^77-(-(50g, n-^-fy 
g?xf-/L = 5 : 2) fcrClMW4£i:fcJ:»). fll*» 
(4) (277mg, 6 9%) IT# 



[ 0 0 7 6 ] NL& : 142. 5-143. 5r (n-hexane-EtOAc) 
[a] s +23.1-(c= 1.01. CHC1 S , 26°C) 
lR(KBr) : 3399. 16S9 cr 1 

»H NMR(CDC1 3 ) <?: 7.99QH. br.s). 7.59-7.5K3H. 
m). 7.42-7.3K3H. m), 7.23-7.10(3H, m), 7.05-6.99 
(3H. m), 6.89-6.83(2H. m), 4.46QH, dddd, J=9.0, 
7.5, 7.5. 5.5Hz). 3.13UH, dd. J=14.0, 5.5Hz). 3.0 
2(1H, m. 14.0. 9.0Hz). 3.O0UH. dd, J=15.0, 7.5H 
z). 2.92(1H, dd, J=15.0, 7.5Hz). 2.79(3H. s), 2.2S 
(3H. s). 

Anal Calcd for C 2S H 26 N,0 4 S> :C, 63.14;H, 5.30:N, 5. 
66. 

Found C, 63.13;H. 5.39:N.5.59. 

[00 77] mmM5 < 5 ) 

■it&fo (4) (420m g . 0. 816mmol )M 
9/-)V (10ml) }§<1(C. RMtiVVJ* (50m 

g) rSD/.. SSlfC 3 oanuitf ut. Rjess^x 
i-t^-TMzx^liz, W1£2%HC iiSC 

7^-(25g. n -^MJ-y : »»Xf-/U= 3:1) 
IZXtitMtZZt itSm (5) (248mg. 

S7%) *mm*tix'fttc, 

[0 078] [ah +52.9-(c= 1.00. CHC1 5 , 21.5 

V) 

IR(KBr) : 3478. 1584 cr> 

S H NMR(CDClj) «?:7.99(1H. br.s). 7.62-7. 54(3H, m). 
7.44-7.30(3H. a), 7.24-7.09(3H. ■), 7.06-7.00(2H, 
m), 6.97QH, d, J= 2.0 Hz). 6.92-6.84(2H, ■). 4.3 

7(1H, ■). 3.06UH. dd. J=15.0, 8.5Hz), 2.9K1H, d 

d. J= 15.0, 6.5Hz), 2.83(3H, s), 2.73-2.58(2H, m). 
1.3S(1H, dd, J= 8.5. 7.5 Hz). 

Anal Calcd for C^H^N^S, 0.5H : 0 ;C, 62.45;H.5.4 

6:N, 6.07. 

Found C, 62.22;H.5.26:N, 6.0 

4. 

[0 0 79] HMM6-1 1 7 

±i mum 'c mwz i xfc&fo e - 1 1 1 & in . 
w& mz$k i i 9 (c* L/t . 

[0080] 

[*i ] 



(2 1) ttBM*l 1-34 3 2 79 




No. 


B? 


X 




8 


H 




&C5C1H. br.8). 7.66-7.60<2K, m), 7.49-7.32(4H, m\ 724- 
7.16GR mX 7.12-7.02<3H. &9<Va*4<2H. mX -182(12. 
d, J=66HzX 3.67(111 a). 3.10-2.94(4H. -X «\ 


? 


H 


SH 


S.02<lH. croO, 7 62-7.&4<2Ji m)J.48-7.30{'iH r mX7.26- 
7.14<2H, a), 7.l2-7iXX3H. a\ 6.3**78(2H. a), 4.77(LH, 
d, J= 7.0 Hz), 3.65(13. mX aOS(LH, dd, J=U». S.5H2X 
2.9fi(lH.ddl J= 14.5, 7.0 H?0.2.74(liLddd,J= 14.0.9.0, 
5.5HiX 2.65(lH. cdd. J= 14.0. 9.0, 7.0 H2). 1.36(3:-; W- 
9.0 Hz). 


8 


H 


SCOEt 


8.060 H, hrsX 7.707.58GK, m), 7^2-7.30(4?; 7.30- 
S^Gff, m). 634^80(2H, m), 4£3(ia d, J=&3 Hx), 
3.67(1H, m>, ai4-2^4(4H, m), q, J=7.5 
H2\M5(3ittJ=75H2). 


9 


H 


OH 


faxnA.<:D30D=iaiVa2&^caH f mX 3.0*.7.$S(2H, 
m). 7.Se.7^a ra}, 728<1H, h). 7.10(1H. mX &96- 
OSeoa m), 3.63-a4S(SE. mX 3J)l(lH.dd. J= HJi, 6.0 
Hi). 2^0OH, dc, J=* 14,5. 8.5 H2}. 


1G 


H 


SCOCjHt 


3.04 <1H, b M ), 7.66-7.60 (2H. m), 7.46 (1H. d. J«8.0HiX 
7.44-7.36 (2H, mX 734 (IH, d, J=8.0Hz). 7.24-7.16 (2R 
mX 7.C9 (LH, ddd. J=6.0. SA LCHz). 7.07-7.03 (2H, mX 
7.01 (1H, d, J=2^H*X 639^^3 (2H, mX 4.83 OK. d, 
J=&5H& 3.66 QH. aX 3.03 (IH, dd, J=14.0. 6.5Hz). 
3.05-258 (2H, cs). 2.99 <lH>dd. J»140, 5.5HrX 2.49 (2E, 
t. J=7.5HxX 1.73. 1.60 OH m\ 0.94 (3H. t. J»75Hz>. 


11 


H 


SCOOEt 


8.07 (IH, V^X 7.70.7.60 <2R a). 7.49 (1H, d. J=8.0H2), 
7.46-7.30 (3R =0). 726-658 (6K, m), 6 (2H. mX 
496 (lH, d, J=«^KzX 425 (2H, q, Jfc^OHzX 3.7 1 (1H. 
roX 3.03 (2H, d, J=fc5Ea), 2*9 (IH, dd, J=€^HzX US 
(3KtJ»7.0H^ 


12 


(CHj^O-THP 


SAc 


Si) I (IH. bw], 7.S^7.€3 (2H. mX 7.59 (IH. 0). 7.42-7.32 
(3H ( m), 723-7.09 (4H. dX 7.15-6.SS (2E mX 6X2-636 
(2H, mL 4.55 (lH. mX 423 (lH, m), 340 <1H. m\ 3.71 
(IH, mX 3.48 (IH, a). 3.44-3.22 (4H, m), 3.1C-246 (3H, 
aX 225 (3E. OCOQfc, 2.00-1.64 (4H. -1 1.64. L46 (4H, 
aX 


13 


•(CH&-OH 


SAc 


8.08 (IH. bTJiX 7.72-7.62 (2H. mX 7.52 (IH, d, J=3.DH2X 
7.43-729 (5K. xn}. 7.15-6-95 (5H, m), 6.9>6lS3 (2H. mX 
4. 16 (IH. m), 3.64 (2H, t J=6.5Hz), 3.5C-3.13 (3R a), 
3.12-2.94 (3E nii. 225 ©H. 5). L85.1.72 (2H. m). 



[0 081] [H2] 



No. 




X 


NMK(CDCbXp?a) 


14 




SAc 


aOl (IH. trj), 7.7>>7.62 <2H. as). 7.58 (IH. d, J=7^Ez), 
7.42-7 j0 (3H, raX 724-7.15 (2R a). 7.154^9 (2H, roX 
7.12 (IH, J=8.0, 8.0. 1.0HzX 7.08 (IH. d. -J=2.0H2X 6^4- 
6 A3 £H. m), 4.55 (IH. a), 4,19 (IH; mX 3^5 (lH. n^. 
3.71 Q3. m). 3.48 (IH, ex), 3^9-3.11 C4H, m). 3.11-2.96 
(4K m). 224 (3H. «X 1.33-1.45 (10H n>V 


15 


-(CHzVCH 


SAc 


8.11 (IH, br.aX 7.70-7.64 (2H, zcX 7.57 i'IH. i J=?-5Hz). 
7.42-7 j» (3H, nv, 72S-7.CS CdR mX 7.06 (Ui d. 
J=2JHzX 7.0S6S8<2H. mX 6\0^€^6 (2H, m>. 114 (lH, 
mX 3.58 t> J=6 5EzX 3.2O-3.07 (5R m), 224 (3H, 3). 
1.80-1.55 r3H. mX 1.48 (LH. in). 


16 


H 


ClfcOH 


a.01 (IH br^). 7£o C2H, hr.dX 7.46-7.36 C2H, tlii*), 735- 
726 (2H. nX 721 (15. dd, .7=7-6. 7.5HzX 7.16 (IH. dd, 
J«7.5, ".5H2X 7.1O-7D0 (SH, mX 6.93-5.82 (3H. a}, 4.97 
(IH, br^X a51 (IH, mX 3.73 (IH. br^X 3^1 (IH, a), 233 
<2H, d, J=6.0HaX 2.15 (LH. br^ -OH), 1.85 (LR a), 1^4 
(lKm>. 



[0082] 



[H3] 



(22) MA* 11-343279 



No. 


X 


NMR(CDCbXppaO 


IT 


SAc 


S.25-9-210H. ro), 9.17-8. 12(2a m). B.Q2Uabr.sX 7.78- 
7.73(2H, mX 7.66-7.52<3H, a). 7.42(ffl, a). 734(ia 
737flH ddd. J»7C ?0l 1 5 Hzl 7 Q2(1H. ddd. J= 7 0. 7 G 
13 HzX 6.97(lH, d, J= 2.5 Ha). 43£(lH. d, J= 6.6 HzX 
3.72(1R m), 3.1o(iH ( dd, J= 14.5, 6^ Hz), 3,04 (lH, dd,J= 
14.5, 55 HiX 304 (1H. dd. J= 145, 60HsX238(lH,dd. J= 
14.5,7.5HiU.29<3H,sX 


ia 


SCOC£* 


C *JKJ* 3.17 UJJ, 0.1iy<\lU v*Xl« ulf> O.U* V,i-Tl f OrJy, > . IJ* 

7.70 C2H, mX 7.68-7.53 (3H, n). 7.42 (1H, mX 724 (1H, mX 
7.11-636 aa m). 6.97 (ia d. J=2.0HzX 438 (1H, d. 
J=7.0HzX 3.72 (1H, m\ a 16 (1H. dd, J=14.0, 653*X 3.13- 
237 CH. mX 237 (1H, dd, J=14j0. 6.0Hz). 2^0 (2H. t 
J=75Hi), L75-L58 C2H. m). J=8.0Hz). 


19 


SCONHEt 


83C-3.16 (4H. m), 8.10 (1H, br*X 734-732 (2H, br.d) t 7.70- 
7.48 (4H, mX 7.26 (1H, mX 7.16-7.04 <2H, mX 639 (lH. br.i), 
539 (lH,d J=S5HxX 5.41 (IE br.»X 169(111. m), 3.42-2.39 
<6K.m>, 1.15 (3H.t. J=7.0Hz). 


20 


SCOOEt 


8.26-6 19 (2H, m\ 8.19-8.10 (2H, m), 8 03 (1H, br.aX 7 82- 
7.72 (2H. mX 7.65-7.53 (3a m), 7.44 (IE. «X 7.24 (15, mX 
7.12-7.00 C2H. m), 6.98 <ia d, J=2.5Hz), 438 (ffl, d. 
J=65Hz), 426 (2H q. J=7.0HaX S.72 (1H. qhteX 3,12-2.95 
OK m). 3.11 (1H. dd. ,1=14.0, 6.0HzX 129 (3K. t J=7.0Hz). 


21 


CHrOH 


8.22-3. 19 (2H. m}, 8.1&&05 (2H, m); 3.02 (lH. br a), 7.75- 
7.88 (2H. mX 7.68-7.50 <3a a). 7.32 (IE, mX 7.C9 (1H, m), 
7.06-3.96 OR «}. 6.94 (ia d, J=2.0Hz). 4.99 (lH, kX 198 
da a>X 333 (ia b«X 3,71 <1K ddd. J=14.0. 5.0, 5.0Hz). 
23 1 (ia dd, J=145> 6.OH2X 2.79 (IK dd. J=145, 7^Hz), 
135 (IHLmX 1.64 <ffl, mX 



[0083] [«4] 



its*) 

Six 




X 


NMR(CDClaXppn:> 


22 


H 


OH 


7.99QK brjiX 7.50-7.43(2a xn). 732<lH; br.dX 733{1H, 
dd, J= 7.5, 7.5 H2), 7.17-7.12^a m>, 7.03(11-; hr.t). 
8,90Oa d, J-2XH2X 438(1K, d,J=-10H2), 380- 
3.80(2H m), a50(ia m). 238(1^ dd. J= 14A 5.5 HzX 
2.32 (1H, dd, J= 14 5. a5 Hz), 2340a brj). 


23 


H 


OMs 


8.09(ia hr a), 7 54-7.48(2a raX 7.35<lH. d, J= S3 HzX 
7 39-7.16(4a mX 7.04(ia ddd, J= 8.0, S.a 1.0 HzX 
6.97{ia d. J= 15 Hz). 5,06(ia mX *32(1H. dd. J= 10.5. 
4.0 HzX 4_27(1H, dd, J= 105, 5.0 HiX lOSflH, dd. J= 
15A 6.0 HzX 3.06ftH fiX 238aa dd. J= 16.G. 8.5 Hi>. 


24 


H 


STr 


730(ia brAK 7.52-7.44Ga mX 7.36-7.1C<20H. mX 
7.04<lH f dd, J= 73, 73HzX 632(ia brj), 4.48(iad J= 
6.0 Hz; 3.49(ia a), 2.93<ia dd, J= 15.0. 6.0 HzX 
2.TT(1H, dd, J= 15,0. 7.0 Hz), 2.42/ia dd, J= 12.5. 55 
Hx). 2.77fUt dd, J= 12.5. 65 Hz). 


25 


H 


SH 


7.97(ia aw), 7.53-7.4€<2a m), 7.40-7. 14(5a mX 

roaoa ddd, j= 8w0. s.o. lo Hz), s.siaa d, j= 33 Hix 

4.7S<lH.d,*r6.6Hr).3.61(ia mXa04<lH.dxi J= 145, 
S.0 K*X 237(ia dd, ^ 14,5. 83 HzX 232-2.72^1 m), 
1.4S(tH.t.J=9.0Hx). 


26 


H 


SMXfTr 


7.90Oa to A 7.51-7^6Ca mX 7.35-7.18(15a m>. 7. 18- 
7.13(2a mX 7.04(ia br.0, 6£2(lH, d, J= 25 Hz). 63 1- 
6.77C2a mX 4.46<iai, J* 7.0 HzX &SX3H, s), 3.48<1H, 
ffiX 234<ia dd, J= 15.0. 6.0 Ha), 2.77(ia dd, J= 163. 
7.0 HzX 2.44(ia id, J= 12.6, 65 Hz). 2J3GUR, dd, J= 
125,6.5 Hz?. 


27 


Me 


SS 


731(1H. br^X 7.6C-750(2a m). 737(ia m), 7.28- 
7.C6(5a mX 637(1H, d, J= 2.6 HzX 63 • ^.77(2a a), 
435(ia mX 3.10(1H, dd, J= 145, 73 HzX 235(ia dd, 
J= 145, &0 Ha), 2.S6<3a 3). 2.70(2H. dd. J= 8 .0. 7.0 Hz), 
1.42(3at.J=7.0H2). 



C00S4] [^5] 



(25) 



*UB¥1 1-343279 



RujrjLl.jj^x 



1*1 




X 


NMR(CIX33X?pm) 


44 




SH 


7.96< mbre>,7.46.e.88 vUi^X 4.85 (1H. d. J=6.S), 3.83 
(3H, a), ZJtO OH. tnX 3.C 8(1H. dd. J=15.0, 6.6), 3.00 (1H, 
dd. J-16.0. 65X 2.78. 2.74J2H, za), 1.430H. t J=3.0) 


45 


/~=\ 


SAc 


8.02(1H, bisX 7.50-7/.2 (3H, m), 7.37-7.28 (ZH, z:), 7. 18- 
6,90 (6H. m>, 4S4 (1H d, J=d6X 3.88 (3H, aX 3.8L (1H. 
J=8.4X aCd (4H, mV 230 OH st) 


4o 


o 


SH 


7.97(lR hhs 7.77-7.41 (6H. m), 7.32-7.17 (2H, m>, 7.10. 
6.98 (3H. mX 4^6 (IK, d, J=6u0), 3.S0 (1R m), 3.17-2.78 
(4H,mXUS0H ! ra) 


47 






8.04 OK. bw>, 7.51.7.46 (SH. a>, 7.37 (1H, d, J-1.5X 7.24 

/III mV T 1C • At /1ET — .\ 4 AO /in J m a( ,. «m 

(LiX *Of vJrU mj, 4.W* (.1H, <J, J=€wO», 3£1 (1H, 
q. J=6.0). 3L10 (4H, m). 232 (3H, s) 


43 




SH 


3.17-7.9i8 (33i aft 7.64-7.40 (3H. xnj. 7 .3-7.12 (2K, ny. 
7.0*3.94 (4H, m), fi.00 (1H. d. J=«.6X 4.41 (2H, 4 J=6 S,, 
3.7>(1H eft 3.11 <1H, dd, J=14. 1. 6.0X 2.96 (lH, dd, 
J»15A 7.5X 2.79 (2H. ml 1.42C3K. t J=<3^ 


49 




SAc 


8.08 (2H d. J=8.1X 7.95 (1H, bn>X 7.61 (IK, d, J=3.7), 
756 (2H. d, J=8. IX 7.42 (1H, fcre). 7.26-7.01 (SH. m). 4.64 
OH, rnX 4.41(2H, q. J=7 J2), 3.70-3,44 (4H. mi, 2.2D(3H. s). 
L42 (3H. t 


60 


Cl — <k V- 


SH 


737 (1H. fcr»X 7.47.7.46(5H. m). 7.31-7. IS (3H t m). 7.15- 
634 {3H, rnX 4^o(lH. d, ,T=6.»X 3.79 (1H, o), 3.11(1H, 
dd. J-R4, 6.6), 2.98 OH, dd, J=14.4. 7.5), 2.7S£H. aft 
1.15 (1H. L J=9.CQ_ 


51 




SH 


8,78 (1H. 1 J=2.Tj, 5.53 (1H. dd, J=4.3, 1.5X 3.C60E. ft 
73 (1H, =X 7.45-7.15 <4ttmX 7.06-6^9 (4H, cX 431 
(1H. d J=6.G>. 3.790H. mX 3,14 (1H, dd. J- 117, 6.0), 2.96 
<1H. dd. J=14.7, 7.5). 2.85 (2R 3). L49flH. t J=9 .f» 



[0088] 



(26) 



ttHWl 1-34 3 2 79 



A 0 

ft 8 *-! — .M^^* X 







X | NMR<a>Oa5(ppoi) 


52 




|0n CDCis-CDaOD) 735-7.92 (2K raX 7j66-7.63 (2K 
mXT^9>7^5{lH,mXT.l>7.08(lHmX 6.96-6.38 
° (3Ri^4.l7(3Rs).3.e5UKmXaC6(lRdd. 
|J=I4A 2.R4 (lR dd. J=14.ft 7ift 2.74 C2H. m) 


53 


N— N 


SAc I 


54 




|339 OR sX &2M.1S (IK mX 7.92 ;i& brsX 7.71- 
7.6S <1H, «X 733-723 (2R mX 7.17-7.04 (2R m). 
SH 099-633 (2H,m). 430 (l&d,M£X 4.44C3K»>. a70 
(lR m), 3.04 <lH. cd. J=14.4. 6.3X 230 (1H, dd, 

1 J=15A 73X 2.75 (2K m). 1.420H. t J=7.0> 


55 




(&40 (IK s\ S.17-&01 01 mX 7.76-7.70<lR mX 7.42- 
Q . 7.26C2K a). 724-655 (4H. mX 5.02 (IK d. J*72X 
442 (3H. sX 3.72UK mX 3.13-2.94 (4H. a). 2J>5(3E. 
ft) 


56 


y-G 

Me 


|S 26 (IK br«X 7-73-7.62 (2H. m), 7.52 (lR M. 737- 
1726 (2K m), 7.08-636 (3R mX 633 (1H, brs)) 4.95 
SH j(lH.d,J=6.6),aS9ClH.5),3£3(lH,n i X3.04<3H,dd, 
JaJ6.0, 5.4), 292 (2K mX 282 (1R dd. J=U7, 9.6), 
|U3(W.t.J=7.0\ 


57 


N N /=/ 

N ^ — ft 

Me 


|3.K(1R br«X 771-7.05 (2H. a), 7.54 UK m), 7.40- 
b. 14 (17R ni), 7.12-6.97 (3H, nO, 6.72 i 1R d, J-2.4X 
STr 4.63 (lH d, J=72X 3.93 <SH. «X .145 (lR m). 2.92 
(IK dd, J=14.7, 4 J), 2.67 (IK dd, J=U.7, 8.4), 256 
feKol 


58 • 


N N -V 

Me 


|&55 (IK bnX 7.75-7.S5 (3K a), 7.33-7.30 (2K m). 

7.03-733 f2K. m>. 7.02-637 (IK m) 6-86 (IK d, 
q . b=2.1),5.16(lKd < J=6.6),4.03(3K«Xa72(lH,mX 
^ 327 (IK dd. J=14.15.7) 3.10 (lH. dd. J=l 1.1. 6.3). 

3.03 (IK dd, J=15l0. 5.1). 280 { IK dd, J=14.7, S.7), 

233 (3Rm) ! 


59 


N N ,=/ 

Me 


3.19 (IK bra). 7.79-7.71 (2R m). 7.09-7.67 (lH, m). 
739-732 (2H. m), 7.10-736 (2K a),7JC5-639 (lH, m), 
5COO 636 (1H, d, J=3.4). 4.S3 (lR d, J=6jG>, 4^6 (2R q, 
Ek |J=6.3), 4 04 <3R a), 3.7C (lH, mX 3.25 (IK. dd, J=14. t, 
jS.4), 3.D9 (2H, in). 2 87 (lR dd. J=14.7, 3.7), 1.30 (3H, 



[0089] 

I 



rm o] 



(27) 11-343279 



V 



No. 




X 


J4MH(CDCaKPFm? 


60 




SAc 


73e.7.750K,2D), 7.43-7.35(2H, m), 7.2K1H, 
id), 7.13^.9S(4H. m), 4.7l(lH. d. J= 8.0 Hz). 
&2SC1H, a), 2.96(111, dd, J=14A SjO HzX 
235J1R dd, J-UO, 7.5 Hz), i24(3E j). 
L59(1H, n). 09C<3H. d. J= 7.0 Ha), 0.69QH, 
d. J= 7 0 Hz) 


81 




SCH£Q&fa 


7.58-7 S0v2E, m), 7.477.35<2H, m). 7.21 (IK. 
x>, 7. 15-6.99(4}i m), 4.960H, d,J=B.5Hz), 
3L74(3H. 8\ 3J20H. m) ; 3.14(2H ,6). 2.79 
(1H. dd, J* 13.5s, 5.6 Hs). 2.7C(1H. dd. 
J=13.&. 6.0 HzX LS80H. m>. Cfi3(6R d. J= 
7.0 H2). 


62 




SCHzCOH 


?,68-7.80(2H, mX 739-7.3CK2H. it), 7.16<1H, 
e). 7.04-6.8C(4H, mX 4-70(lH, br*). 
3J220H. d, J* 1*0 HzX 3J2S(IH, d, J= 16.0 
HzX 3.04\lH ,m), 2^4.2.60(2Ht m). 1.35<lH, 
=), 0.70(3H, d, 7.0 Hi). 0.69<8l£d.J= 7.0 

m. 


63 




OH 


7<S6-7.82<2H, »), 7.45-7.37(2H. m), 7.22(lH. 
=X 7.09.7.0U4H, m>. 4.77(01 xo), 3.6€.a54 
(4R m), 3.06(11* m). I.80(lH. xa). 032(3H. 
d, J= 7.0 Hz) : 0.8 K3R d, J= 7.0 Hz). 


64 




OH 


-.57C1H. d. J» 3.0 Ez), 7.54-7.4£(2H. a), 
7^0-7.2401 m), 7.2 1UH. 1 J= 3.0 Hz). 
4S3<1H, d. J= 7.5 Kz>. 3.63(1H, dd, J= 11.5, 
W HzX a62(ia dd. J= 11.5. 4J5 Ezi 3.13 
(1R ra). 2.52T3H, a), 1.67(113. tc). 039(3H, d. 
J= 7.0 HzX 0m3K ± J= 7.0 Hz). 


65 






7.53(1H£ J= 3.0 HzX 7.54-7.49(2H. mX 730 
•7_25;2H, 7.2C(1R d. J= 3.0 H*X 4*7 
(lKd, J= 7.0 Hz), 3.37UH, a). 2.99(1H. dd, 
J= 14.5,3.0 Hz). 2.90OH. dd, J* US. 5.0Hz). 
2.523H^X 2^2(3H. a). 1.95UH, ra), G.05 
{3H. d. J= 7.0 Hz). 0.94<3H. d, J= 7.0 HzV 



[0090] cam 



6 M 









X 


NMR^ClsXppni,) 


66 


0°-0- 




OH j 


?^4-7.5€(2H. mX 7^7-7^C(2H x:}. 7.47- 
73X7E. mX 7.190H. ra), 7.1i>6.{>4(4H, mX 
5.93-3S6(2H, m), 4.79.:iH i J= 7j0 Hz), 
3.73C1H. dd, o= I l.C, as Hz), 3.63(1.4, dd, 
J= 11.0,4^Hz),34aClH, mX 237(1H. ci J= 
14.0. €.5 Hz^.72aa dd. ,1= 14.0. 6.C HzX 


67 


0-°-0 


?h 


I7.70.7.62-2H, m), 7.39-7.32(9H jn), 7.24- 
7.CSC3H, mX 7.04-6.8S(4H. m>, 4.74CK. d, 
SAc {J=7.CHz).3.frl(lH.20.3.06(iadd.J= 
140, 6.5 Ha), 2J99(1H. dd, J« 14.C, 6.C Hz), 
!2<55I2F iJ=6.5HzV 


66 


O ■ 




I7.78.7.72C2H, m), 7.57(1H ,m}, 7.52-7.43<2H. 

kX 63d-6.78(4K. mX 4.31(1H, :e), S.62<1H. 
„ d4.J= 11.0, 4.0 HaX3-52(lH.diJ=llA 
0H 5J)HzX I43<ia m). 2.74aH. dd. J= 14.0, 

\l.O Hd. 2.&5(1H, dd, J« 14.0, 7.0 Hz). 

I2.09OH. tr.»). 1 .32(9H. sX 


69 


O 


(TBu 




|7Jl-?.?0Gea aX 734H1H ,m), 7.51-7.43(2H, 
xo). 637^.90(2H, aX S.88-6.S2(2H, a). 
4.75.1E d, ^=7.0 Hz). 3.58(1H, m>, 2-95<lE, 
dd, J- 14.0, S3 Hz). 2 J9(1H, dd, J= 14.0. 
6-0 Hz)^ id. J= WJ0, 6-0 HxX 
2.77(1H, dd. J=14.0. 73 HzX 231(3E, s). 
1.38(9H.sX 


70 


o- 


OH 


SAs 


7.7B-7.70C2H, m), 7.60.7.40(3^ mX 6.S0C2H, 
AiB-, J=8.5Hz), 8.63CSH, .Az3i J= 3.5Hz) ? 
4.790H, d. J= 1J0 Hz). 3.57C1H, mX 192(1H. 
dd. i« 14i). 65 Hz). 2.90(1H. dd, J= K.O, 
fiJD HzV 2.76(2H H- J= 6.0 2^4(3H. sX 



[0091] 



[SI 2] 



(28) 1«B¥1 1-343279 



No. 


R* 


R 1 


A 




71 


H 


♦CONHPji 


SAc 

■ 


\76-7.67(3a m), 7.67-7.20(22* a), 
M1(1H. m). 4S6(1R d,S»7.0HzX a41(lH. 
nX 2.76(1H, dd, J* 13.0, 7.0 Hz). 2 52{lH, 
id.J=lS.0,5.5Kz). 


72 


H 


-CONKFb 


SH 


a.35(lH. hr.sX 7.97-7.36(2H. ml 7.70> 
7.51(3H, mi. 7.51-7.41C2H, ro), 7.38-7 .£7<2H, 
mX 7.14(IH. =X 5.33<lH d, J= 8.D Hz), 
4.10OH. ddd, J=S.O, 5.5, 4.0 Hz). 334(lR 
ddd, £=14.5. 7.0, 4J) Hz), 2330R ddd, J- 
14^, 1 U x5 Ha). 1-4K1H. dd. J= 11.0. 7.C 
Hzl 


73 


H 


■CONHPh 


SCOEt 


3.55(IH, braX 798-7.86<2H. n), 7.69- 
7.44<5& m). 7.S9-7.24C2R mX 7.15(lR m), 
8j02(1H d,J=6.GHz), 4.00(lH,dt, J=6.0. 
5,5 HzX 3.19<2H, d. J=65 Hz), 2.52C2R qd. 
J= 7-5. 1.0 Hz). 1.15/3H. t, J= 7 5 Kr>. 


74 


H 


-COKHBa 


ok 


7.73-7.«2<3H m), 7.57-7.08C22R mj. 
6-20C1H. t J=&0 Hz). 434<1H. d. J=70 
Hii. 4_23<2H, d, J= S .0 Hz), 3.34(ia ddd, J= 
7.0, 7.a 5 J Hz). 2.710H, dd. J* 13.0, 7.0 
Hz\. 2.43(lR dd. J= 13.0, 5J5 HxY 


75 


H 


•CONHBr. 


Ste 


7.92-7.82C2H, jeX 7.6S-7.48C3H. m). 7.40- 
7.1S(5H, m), 6£5(ia br.sX 5.890R d, J= 
8i Hz).4.4S(ip. dd. J= 15.0, 6.C Hz). 
4.37{1R dd. J= 15.CL 6.C Hz). 4>0C<1H. ddd, 
J=85, 5.5. 4.0 Hz). 3J7(1H. ddd. J=14.0, 7.5, 
4,0 Hz). 2.250H. ddd, J= 14.0, 1 1.0, 5.5 HzX 
L3K1H. dd, J= ILO, 7.0 Hz>. 


75 


H 


-CONHBn 


OH 


7£l-7.83(2R mX 7.5fi-7.47[3K. m). 7.41- 
7J2CX5H. raX 7.03(1H, bra). 5.80(1H, d. J= 
5.0 HzX 4.45{lH. dd. J= 15.0, 8.5 Hz). 
43SK1H, dd, J= IBJX 6.5 HzX 3.92C IS, dt, J= 
6.C, 5.6 HzX S.12C2H, c, J=5J5 Hz), 2,48(2H, 
)od. J= 7.5. 1.0 Hzt 1.23m i, J= 7.5 Hz). 


77 


I 


Me 


SH 


?.57.7.47(3E. m). 7.30-7.25GR m). 7.13- 
7.10(3H, mX 6.67(1E br.a). 4.34<1Kj=X 
3.36(3H ^),3.08(1H, dd, J* 14.0, 7.0 Hz), 
Z.S4UH, dd. J* 14.0, fi.0 HzX 2.37GH, s). 
2.71UE, dd, J= 9.0. 9.C Hz), i.4€(lR t J= 
90Hzy 



[0092] C^13] 



JO 



Nc 


X 


i NC*R(CDOi)fo>m) 


?S 


OH 


k32^4H jnX 7.37-7 77{2H. mX 7^7.52{2H. ml, 
7.19-7.13<3H, o). 7.03-*85<3a mX 4.S3(IH. br^iX a7> 
a45<3H, m). 2 J5(1H 4d. J= 140. W Hz). 2.72<1H ,di. 
J= 14J). 7.5Hz)Z03(lK hr.8\ 


79 


OMa 


k32^2o(ZH. mX 5_25-8.2Q(2H, m). 7.fi2-7.7e(2H, ta>, 
7.65-7.52<3H, mX 7J20-7.14<3H > mX 7.03^J6(2H m). 
4.90(1H, br-c), 4.2?<lH. dd, J=10.5,4.5KsX 4-24(lH, dd, 
J=iOA 4.0Hz)^^aH, a), 2.92(Ui dd. J*14.0, 6.5HzX 
ll76^1H.dd.J=14.0.S.0Hri. 


80 


SAc 


15.34-3^8(2^ mX 3^4-8.19(2H. raX 7.S9-7.32(2H. 
mX7.65-7.51(3H. =:), 7^4-7.18<3a m), ?a0.7.D4<2H. m), 
4^6{ia d. J=7j}HzX 3.6fi<ia m). 3.02(lH, dd. J=14A 
7.0HzX 23503: d£LJ=I4.0, 5.5Hz), 2^7^, d, J=7Hz), 
12.273a »). 


61 


SH 


|8.33-^2€(2a niX &24.7^4(2H. m). 7^.7.79(2^ m), 
7.65.7.51(2Ha^7^1.7.l4(2amX7.04-cl96^H m). 
UjiSda d, J=7jOHz), 3.S6(lHtn), 2.92-2.60(4H, m), 
jl.35aH.t ( J=9:0H2X 


82 


SCOEt 


|3^2-7.15<14H. Aromatic H). 4J6(ia d, 7^ Hz). 
3^£(ia mX 199C2H, d cfABq, J=14^ and 5X1 Hz .14.5 
ard 7 0 Hz ), 2-870H. dd. J» 6& Hz), 151(2H,q. J= 7.5 
IHz>.l.l4f3H.t.J=7.6H2). 


33 


SCOPh 


[SJ!3.7.I5(19a Azooadc H): 5,04(01, d, J= 7.0 Hz) t 
I3.760H. cX 1WH. d ifABq. J-14.5 and 5.0 Hz .10 
iasd 3.0 Hz), 3j02(2H f d cfABq, J=14.5 sod 5j0 Hz ,14,5 
land 3.0 Hz). 


34 




!&22-835(17H. Aromati: H). 5i»(LH. d, J= 7^) Hz), 
]a76(lH. ta), 32C-2.93i4H m). 



(29) 



1 1 -343279 



C00933 [*14] 



No. 


X 


Nl^CDCUXppza) 


85 


SMt 


6.32-7.CK14R Anmatfc H), 4-830H, d, J= 7.0 Hz), 
3-62(111, ny. 2.92(1H. dd. J=14.0. aO HzX 2-81(lH. dd. 
J=14 j) t 7.C Hz), 2.S90H. dd. J-140. 0.0 HzX 2.60(lH, dd, 
J=14.0,S.5K2>.2.C3(3H,eX 


86 


SPh 


8.32-&93(!9H. Aromatic H). 474<1H. d, «fc= 7.0 HzX 

J*14.0. 6.0 Hz), 2.910H. dd, J=14.0, 7.0 Hi), 2.77( 1H. dd, 
J=14.0,8.0HzX 


87 


SCHaCOMe 


530 7.0O(15R Aromatic H), 5£8<1H. d. J= 7.0 Kz\ 
3.650K. mX 322(2H, sX 2.84{2H, dcf A3q, J=14.0 ami 
73 Hz f 140 aad 6.0 Hz X 2.7C(2H. d. J= 53 KzX 2.28(12 
a). 


8S 


N 1 


8.34.7.12{14H, ArocaticEX 432pH, m), 3.730H, mX 
335<2H.t>r.tX 3.4>2.93(4H,m). 


89 


SCEaCHaSMe 


i3C-7.00(!4H, ArwraticH). 4£G(2H. m), 2.630H. mX 
Z96-2.6£(8R m), 2. 1 1<2H. sX 


9C 




9.07,B38,8.07,7.11<4H. ?7ikua« noietvH), 8*3- 
7.10(143. Aromatic H), 4.93(15 roX a«D(lH r mX 
3.2K2H, d afABq, J-145 and 5.5 Hz ,14.5 and 7.0 Ez\. 
2.97{ZH.d.J=e.5Hz). 



100943 



No. 


IP 


X 


NMRcCDOjXppatf 


91 


H 


OH 


7.&4-7.52i2Hxi), 7.48-7.38CH. mX 727-7. 1SC3H, m). 
7.13-7.04(3R mX 7C4-o.97£K, m), &95-6.83<2H, mX 
480(1H. tnX a.67(ia dd. J= 1 LO. 4.0 Hz), 
dd, J= 1 2.0, 5.0 Hz).3.45<lH. m), 2£2{1H, dd, J=140, 
6.5 KzX 2,70m dd. J=I40. 7.5 Hi). 


92 


H 


SAc 


7.70-7.62(2H. m). 7.47-7.36(2E, mX 7.20-7. 13<SH, m), 
7.11-7.02f2H, m), 6.99-e.90(2K, m), 4610H. d. J= 7.0 
Hi). 3.S0OH, mX 3JX<1H. dd. J=14.5. 33 Hzl 
23M.IH, dd. >14 A 3-5 Hz). 234(2H. i J= 6.5 HzX 
1298H.d. 


93 


H 


SH 


7.67-7.6C(2H, m), 7.46-7.33(2K, mX 737-7.l3ftH, m), 
7.10-6.99{4H, m) t 6.S7-a90(2K. oi), 4.74(IH, tn). 
a.BoXlH, m), 2.84<IH, dd, J=14.0, 7.0 HzX 2.7€(1H, dd, 
<J=140. 8.0 HzX 2.70(1H, ddd, J=I4 03-0, 5.5 H*X 
2.8K1H. cdd. 0=14.0.9.0. 4.0 HzX 1.33(111, t, J= 9.0 
HzX 


9-1 


H 


SCOSt 


7.G9:7 .640H. m), 7.45-7.330i m), 7i3-7.1o<4H, mX 
7. 10-7.04(4H, m) t 6£8^.92(2K. m), 4.75<1H, d, J= 7.0 
HiX 3-fiO<lH, m), 2-99(lH, dd, J=li.0, 6-5 H2X 
2.94(1 H, cd, J=U.0, 53 Hz), 2L91-2.79C2H, m), 
2A4C2H. c, J= 7.5 HzX J . 15(3H. t. J= 7.5 HzX 


95 


H 


SCO-fBu 


7.6>7.64{2a a), 7.46-7^5<2H, no). 7.2S-7,18<4R m\ 
7.09-7.02(4R m). 6 97-6^92(2H. m). 4.T4(1H, d. J= 7.0 
Hz), 339(ia m), 10C<LH, dd, J- 140, GJ5 HzX 
2^3<lH; cd. J= 14a 53 HzX 2£4<2H. d, J= 7.0 Hz). 
2^1(2at.a*8i)Hz), 1.67-L56i2H.zcX 1.40-158C2H. 
m>.051(3HA«J=7.5H2X 


96 


H 


SCOCIWBo 


7.67-7.62Ga a). 7.43-7-29C7H. m). 7^S-7.17(4K mX 
7.08-7.0U4H, ml 6.fiW^8(2H m). 4.670H, d, J* 7.0 
Hz;., 46G<2a s), 411(2H. «X 3.640H. mj. 3.05(1H. dd. 
^ 140. 6.5 EzX i99uH dd. 14(X 5.5 HzX i 
2.at(2H.d.J=7.0HxX 


97 


H 


SCOCEsOH 


7.68-7.6K2H in), 7.46-7^8(2H. za), 7^-7.1^4H ra) ( 
7. 1O-7.02C4H. a), 6.97-630(2H, m), 4.78(1H, br.d), 
427(2H, s). 3.€5drv ddt. J* 6.5, 6.5, 6.0 EzX 3.07(2H. 
d. J= 6.0 HzX 2.83{Ui dd. J=145, 6.5 Hz). 2.8 NIK, 
dc,J= 143,6.5 Hz). 



[00953 



[^1 63 



(30) 



Iffpm 1-34 3 279 



X) 

oofar" 







X 




98 


Me 


. OH 


756-1 48^H, m). ?.48-7.33(2H. aX 7-X-7.i^<«i, mX 
7 10.t.oO(4H, =>. 6,97-6.37^ it}. 426<lK, in). 
3;62(Uid.J=6i)H2).2^S(3H f » > >,2.72(iad<l 
J«140. 2.5&;iH dd. J=140. 7.0 Hz), 2.8Stfa 

«;>. 


99 


Ms 


SAc 


7 55-7 45(2H. m>, 7.4o-7.34<2a mX 7.32- f aa*AK r=* 
6i»-a84C2H. mX 4360* o). 3-06OH, dd, J=140, 
6.5 Hi), 239C1H, ad, JM4.0. 7.0 Hz), 2.73T3H, a). 


1D0 


Bn 


OH 


7 77-7 71(2H. mX 7.45-7.29(7^ mX 726-7 .15(4H, nX 
7»7jQStafi. mX 7JQW.94C4K. m). 4.«gH d> J= 
16.5 Hz), 4.400H. d, J» 15-5-Ha5. 4 .04(1*L a& aSl- 
U^nroH mY2.6»2H.d,J=7.5Hr^ 


101 




SAc 


j7^.6S(2K, mX7.44-7.33aH. mX 
7 08-7.00C4H, mX 6.99-6.94(2a mX 4.46CIH, d. J= 
150Hz) 435ttKd,J=15.0Hzi i 4.C6(lH f !a). 

^1660H. dd, J- 140, 6.5 Hi), 2jS8(1H. d4. J- 
|l4 0 I RSH 2 X2.nfSRaX . 



[0096] [mil] 



6 H 



Ms. 




X 


NMHfCDCbjtam) 


102 


o 


OH 


7.74-7.€6{2a a), ?.54(1& n). 7.47.7.38(2ii a). 7.24 
7.14(3H, mX 7.1I^.S2UH, m>. 437{lH,br.sX 3.70- 
3.42<SH, mX 2 81XIR cd. J=14X, 6L5 HA 2.5S(1H, dd, 
J=14.0. 15 HzX 2.150H. bri). 


103 




5Ac 


7.7--7.720H, mX 7JS4(lH, n>, 7.48-7.4C(2H, nX 7.27- 
7.10<3H, =>, 7.09-7.C2(2H, cX 4.75< IH, d, t1= 7.0 
HsX3.62<lH, m), 296<1H, dd, J=14.*5. 7.0 HzX 
19G(ffl. dd, ,7=145, 5.5 HzX 2.88<lH r dd, J=UC. 6.5 
HzX 2^2aH. dd. J=I4.0. 7.0 Ez>, 2^5(3H sX 


104 


o— ~o- 


OK 


7.66-7.60£H. m). 7.59-75C<4ii mX 7.42-7.35f3H, mX 
7^4-7.18(3^ m). 7.12-€36(2H mX 4.82(lH. bri), 

a.67(ia dd, ^ ha 4.c Hz). aseaH. dd, J= UC 4,5 

HzX 3.48aE. mX 2£3(1H. dd. .1=14X1, 3.5 Hz), 
2.70OH, dd, J=ltC, 75 H*L 2.35-1H. hc.sX 


105 


o — o- 


3Ac 


7.72-7.S4C2H, m). 7.62-7.50(4H, mX 7.44-7.32{3E. nxX 
7*0-7.20(33. mX 7.12-7.02(2H. 3* 475<1H, d, J= 7.5 
Hz), 3.6K1H, m). 2990H, id. J=14.5. 6.5 Hz), 
23S(1H, dd, J— 14.5, 5.5 Hi). 2£5<2H, <L J=7.C HzX 
2.2«3aa). 


106 


o-o- 


OH 


7.74-7.68t2H t m), 7.S3-7.5S(4H. zcX 7.53-7.40f3a mX 
7.19-7. m), 7.02e.94<2H. m). 484(1H. d, J= 6.0 
Hz). 3.7C<1H. dd. J= U.a 4.0 HzX 3.eO(lH. dd, J= 
1 1.0. 5.0 HzX 5.51C1H. mX 2,83(1H. dd, J=140, 6.5 
Hz). 2.71 (1H. dd. J=14,0. 7 A Hz). 2.G5<nH. br*X 


107 


.o-o- 


SAc 


7.3C-7.74(2E. m). 7.e5-7.57(4H. m), 7.52-7.39<3H, =), 
7^4-7.13(3E m). 7.C9-7.03©a m) t 4^1(1H. 
br^X166ClH, m), S C^IH, dd, J=14.5, 5.5 HzX 
2^7-lH. dd, J=U.u, 5.5 Hz), 2£6(2H, d, J=35 HzX 
2J6(3H.s). 


208 




OH 


8.47(ffl. m). 8JE2(IH ,dd. J= 7.0, L0 HzX 8.04dH, d. 
J=8^ HzX 731(ia m), 7.62-7.M{2K, m), 7^ 1(1 a 
dd, J- 8^, 8i HzX 7.00-€JJ2<3H, x), 6^4-&76(2a 
m}. 5i)5(lH. m). 3.643.S8<3H. ml. 2 S8<ia dd, 
J=14A 7.0 Hz), 239(ia dd, 0=1 9.0, €3 HzX 2.0CK1H, 
br.sX 


108 


do 




S.4i>;L5, m). SJ24X1H, dd, J= 7^. 1^ Hz). a04OH, 
br.iX 731(ia m). 7.65-7.550H, mX 7.52C1H. dd. J= 
8A 7.5 Hz). 7.14yi.04(3H, mX 7i»6.82(3a m). 
437(ia d, ^= 7J5 HzX3.570H, m), 2.91 OK dd, 
J=14.C, 7.5 Hz). 2.91-2.73C2a ffl). 2.75(ia dd, J=X4.<X 
7.5 H*X L99f3H.sX 



[0097] [-^18] 



A. 



(31) MR? 11-343279 



oo-h 



No. 




X 


NMR(CDC]*X?piii) 


no 


-(CHjhOH 


SH 


7 S5-7.79 C2H, m), 7.66.7.3S (2K, ntf, 7.28-7.22 (2H, 
m). 7.12-7.Q2 (3H. mV 5,90 (1H, a). 3.03 (1H, dt 
J=&0, 5.0H4 171 (2H. t, J=5.0HzX 3.46-138 C2H. m), 
3.C7 (1H. ddd, £=14.5, 7* 5.0Hz), 2.43 (1H. ddd. 
J-I45. 10.0. 5.5Hz5. 1,11 OH. dd. J=10.0. 7.5HzX 


in 


-{CHi)jOH 


SH 


7.84-7.7S(2H. m), 7.47.7.39<2R ^ 758-7.21 (2H, 
m). 7. 12-7.0! (4fi. m), 5.74 (1H. hr.d). 334 (1H. ddd. 
Js8.0. 5.0. 5.0Hi). 3.85 (2H. t J=5.5HxX 3.47-138 
(2H.qfibe),aU(lH.m}.2.35(iE.ddd. J=14^ 110, 
5.0 HzX 1.75-1.67 (2H, c& L36 (1H. dd, J=ll A 
7.0Hi). 


m 


-(CKafeCHa 


SAc 


7.34-7.78 (2H, tr.X 7.46-7.59 (2H, m), 754 (lH, m), 
7. 10-7.02 (3R c), 6.7C ( 1H. m\ 176 (1H, d. J^6.0HzX 
132 (IE. ddd, J=dO, 60, 5,CHzX 124 (2H. J=6£ 
HzX 3.13 (lH, dd. J-145, 5J)HzX 112 (1H. dd. 
J=*14.3, 5.0Hz), 2^0 (3H, «X L54-L43 2H. mX L41- 
158 (2H m). 0.53 (3H. i J^T.SHi). 


113 


(CH&C& 


SH 


7.86-7.73.(211 mX 7.49-7.37 (2R ac). 756 (1H, mX 
7.12-7.00 (4H, mX €.56 (lH, mX 5.62 (iH, d, J=a^Hz), 
190 (lH, ddd, J=S5, 5.5, 4.0H 7 j, 123 (2H, q. J=&5 
Hz). 3.17 (lH, cdd. J=14.0, 7.0, 4.0Hz), (IB. ddd, 
J=14.0, 11.0, 5.5Hz). 1.66-150 (5H. »). C92 (3H. t. 
J=70Hzj. 


114 


Ph 


SAc 


8.54 (lH, br.t), 7.S7.7.3 L (^m). 7.50 (2H, clik*). 
7.44-7.30 (4H. ml 7.23 (lH, m), 7.15 OH mX 7.10- 
6.98 (4H, m), 5Sl(lH, d, J=6.5Hz), 199 (lH, ddd, 
J=6.5. 6.5. 4.5HzX 122 (lH, dd, J=141 45Kz), 350 
(1 H, dd. J=14.5. %SHz\ 2.32 (3H, b). 
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Ph 


SH 


8.32 <1H, brj). 7.90-7.30 (2H. m). 7.52-7.32 (6a =>. 
7.32-7.1S 3a mX 7.15 (1H, m). 7.KW38 (3H, =0, 
5.76 <1H, d, J=8.0HzX 4.08 (1R ddd, J=3.a 5.5. | 
4.0Hz). 127 <Ui ddd, J=140. 7.C, 4.OH2X 2.37 (ia 
ddi J=H.0. 9.0, 5.5Hz>, 1.44 (ia dd, J=9.0. 7.CHz). 



[0098] im 9] 



o H 



Nol 


KB 
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855-85H2H, mX 8.17-3.12(2^ m). 8 C2(1H. br^X 
7.78-7.73<2H r n»X 7.66-7.52(3a m). 7.42{1H. m), 
754<ia cX 7.07(ia ddd. J= 7.0. 7.0. L5 Hi), 
7.02<iaddd. J=7.0,7.a 1.5 Hx>, 6.97(1H. d, J= 2.5 
Hi). 4.86C1K d, J= 6.6 Hi), 3.72(:H t 10X 8.15(13, d-i 
J= 14.5, 6*5 HsX 104 (1H, dd, 3= 145, 55 Hz). 3.04 
OK, dd, J= 14.5, 6.0 Hz), 238 (ia dd. J= 14.5, 7.5 
Hz),259<m3X 


117 




8.06<1H. brs). 7.66-7.60(2K. m), 7.4D.7.32<4H m>. 
7.24-7.16<2a a). 7.12-7.02OH. =x). 6^6.84(2H. 
4^20a d, J= 6.6 Hz), 167{ia d), 1^254(4H. =). 
259(3a 9). 



[ 0 0 9 9 ] ±l£ v Htt^RjCt: J: 0 . WTcoa 2 0- 
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[ o i o 9 3 m 

thWffl& % THP- lfJttRO + vtiJJ F (L 
P S ) l> £ . W&«*R+fc:TN F - a 

. Z.0&Btt&Tfi F - «fi£E L I SA ( W : 
Amarsham-Pharnac ia J: '0 § il"C V> S * ■•/ h , WliOX 
-*-?WBlE8*tTV*$) "C36*-tS. EP^. THP 
- 1 MB. 5 1 0 s c e 1 1 s / 1 0 0 ju 1 • We 1 

1 (9 6well)C, 4HHt£ft50ju 1 tin*. 5% 
C O j / 9 5 %£*v+ 3 7 <C . 3 0 #®«i&t* LPS*: 

12. 5 u S/ 5 0 ju 1 tHi!ltC3^IBI»iai-S . 
±»+ fcJEB LfcT N F - « E L I S AtfflJfc t . 

n**&«M>i. 5 o%m<w.&wmz i c 50 
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fiJcfr * ( I ) X'mfo*ilZit&fa 10 nig 

?L1g 700 mg 

3->\*?-f- 274 mg 

HPC-L 16 mg 

1000 mg 

* ( I ) "C*bS*l*-fc£«li:?UI*6 OXyi^<?U. 1mm) l£<7>*>, If fehfettflyRttettb 

SvUZji-f. 3- 1 2 OX -/^iCO^S^ ( l 2/6 OX y va) TSBftUBGI&Slfcfti. 

PC - L (ffiJftKt Kodf vrn tVHr;l o-x ) *}§ lilT^ft**tthtiy±*lXMmWfiiiW&ti, . 

ftSrife&oL. *4. its (» I SUMS fLSO. 5~ 

5£ ( I ) ■e«*)3<l.4'fl:-&* 10 mg 

?U§ 79 mg 

3->*?-f- 10 ms 

Xt-tp yj^v^^^^A 1 mg 

100 mg 

( I ) TffcbS^LSfc^fij. ?LH*6 0X>yva^ *7*-fcfl-£3tettt4>. 
hWzmt, ?->X?-=f-\±12 OX yya^S^ [0 1 1 2 3 KffllPD 

mzxm&irh , i ofiftt i o o m g * s-ww 3 +v h . 

5^ ( I ) "CftbSitifliaft 15 mg 

?US 90 mg 

a—y*?— *r 42 mg 

HPC-L 3 mg 

150 mg 

3ft ( I ) m-b£il!, flaMlj. fill*- 6 OX y > ^150mg £4-* Wf ^f-^r-feA tC5t*f 
IMzMt. a—y*?— f-*ri 20X»y>'A^l.v> 

tat. ciiib *a&&i . »&*kh p c - lis an&as i«4 

Bit* jft ( I ) -CftbSWft^* 10 mg 

AM 90 mg 

RftJfrfe/l'O-^ 30 mg 

CMC-Na 15 mg 

XfT'J yjHrT^yfrA 5 mg 

150 mg 

7.. CMC-Na (^'I/^vXf-;Hr;UO-X -M- g^ggl >W;b 9 |>g3R-C*STN F- «<7>S£ffP 
£6 OX *S/a«D.k*WC3IU Wftfflt*-f*. Kot. *JWHfc£«Wi, ttffl«K5'; 

CO 1 13] 
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